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rt-*2/&£0 , nKn^rS/, -hn, j/7;, 7^;, Mi~4i® ; e;i 
feii*;7^^7 5; (^^-;i/T^7, ^*^;i/T^;, j;if;b7^;, v-f 

tS[2~ 6^<z)T;i/^r— ;i/ (1^— ;k i-7°d^-;k 2-7"d^-;k 3-yn 
^x;v&£) , ^^t§[2~ 6i©7;b= 3 r- ;i/ (m^— ;ia l-^ntr— 2- 

;i/-S (O) t 7x-;i/-S (o) t- (t&o, i£fc&2£^-r„ ) , 
^w^^oi/, n, n-^t;!/^;!/^;!//^^^^ (n, N-p^^-frtuvsi^j 

^jjglitl-S 1 ~ 3l5:^f 0 
[0 0 2 8] 

X, R 6 , R 12 , Ra, Rb, R c K.&Vf&Bkm& 1 ~ 8 I©7;i/n^i/Si: 
J*h3^>, nih^rS/, :7°ntf3f2/, ^V7°n/K^>>, ^h^rS/, -f V7*h^r 

2/, H3^y"h^i/, *<y s\*i/Ji**i/* s\-?m**ri/* *V 

R 3 , Ra, Rb, R c iZ&Vf&J\Ulfy -7vM, Hig, 

R 3 , R 4 , R 10 , R 11 , R 12 , Ra. Rb, R c IC& tt£j^ittfc 1 ~ 1 8 ft 



2 2 
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f 3i^f;k ^>^;k >\3r 

R 7 , R 12 , Ra,' Rb, RcCfiWST^Sttt, r-fe^l/, ^"n kf 
4 ffi(DT )]/*r JHZ7 ai— ;i/g#gg|L£^£^U 2-7i-Mf 

l -7x-;i/x^;i/, i, i-^f;i/-2-7i-JHf;b, 3-7i- 
;i/^*Dtr;i/, 2 -7x— ;V7°n t^K l -7i^;i/^n tf;i/, 4-7i-ib7*f 
;w 3-7x-;i/7*f;K 2-71-^7*^, 1 

, ><>S?;i/#0£kV* o ZL*l£<Z)g#|« £ LTi£> (^-/fH, ^ 

, £g3RjRi~4fl©r^/^rA' x^;b, ^"nbf;K ^V7°o 

R 8 icfe^s^sgjRi ~2M«^n j 7 s >'fbr;i/=?r;i/«i:i±, fan^f^ s; 
i;7;i/tn^f;K h'J7;i/tn^f;K 2, 2-j?7Mnxf^ 2 

, 2, 2-h'J7MDXfMif^U h'Ji'DD^f;!/, MJ7^tn^ 
[0 0 2 9] 

R 7 ^cfe^siSt^l^£S:^br : feJ:v^ftl^I*fc^i^:ffifD<z)^g3(lSIISi:^i, mmm 
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1 1 — 277384 



Wtmm^ mMK*frbMteto& i~ Steven &5~G& 

i, 2, 4 -*3f-9-^7v~-;i/, 1, 3, 4-t^f^'7!/-;K 1, 
2, 4-f7^7y-;v, 1, 3, 4 -^7^7V-;k trus>>, hru^s?> 

^StiSlfctfPtf&tiS. ift&OMiaSfcLTti:, S^Sr^LT^^T U 
j^mffc 1 ~ 4 M<£> T;i/ n * £ tf>g^X £ ^ L T %» =fc V ^ 7 x. -IV £ tc \$± V 

2 v-r y^-9-y~;i/, 1, 2-^>^yf7V-;K ^>x>f^^yj 
^rvf-;i/- 2 ->f i/V*. ^ft^cagSIX^ LTte, /\n>!f> (^^/^ 

^;i/^-n^^;i/^H) , &*»i~4«©7;i/*;i/ U^;k x^-;k ^"ntf/b 

r;i/3*S/ <*h3f5/, Xh^ri/, ^a>K3f^, >fy^n^^ri/, :/h3r^, >f 
$/, tf^/i/a-dpS/fcif) , fcKn^rS/, -hn, J/7;, 7^;fc£#-£**i 

[0 0 3 0] 



2001-3106274 
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4 - 7i-;i/i/^n^i/;i/ - i -^r ;i/T ^ y > 
jy#jy - 2 ->r ;br ^ y , 

4-HFn^rJ/-4- (4-^DD7i-/V) t^^U^V, 



4 




4 


- (4 




4 


- (4 




4 


- (4 


-^d^> tr* u s> y > 


4 


-7 x. 


-;i/tf^y s?-y , 


4 


- (4 


-7;i/^-D7i-;v) tr^u^y. 


4 


- (4 


-^on7i-;i/) tf^usyy. 


4 


- (4 


-7*0^7x^1/) tr^y^y. 


4 


- (4 


-y h**/? ^—jiy) fef^yj?;, 


4 


- (4 


-^f^/7i-;i/) tr^us^y. 


4 


- (4 


-h'j7;i/tn^f;i/7x-;i/) tf^y^y. 


4 


- (3 


-^nn7i-;H tr^y^y. 


4 


- (3 


-7;WD7x^;i/) bf^y^yy. 


4 


- (3 


-hU7MD^f;i/7x-;i/) tf^y^y. 


4* 


- (3 


-yn^^ai— ^/) tr^u^y. 


4 


- (3 


-^h^rj/7x-;v) tr^yj?;. 


4 


- (3 


-^f;i/7x-;i/) tr^u^y. 


4 


- (2 


-7^D7i-jb) fcr^u^y. 


[ 


0 0 3 


i] 


4 


- (2 


-^nD7x3) tr^ysfy. 


4 


- (2 


-7*n : t7x^;i/) tf^y^y. 


4 


- (2 


-y tr^y^y. 


4 


- (2 
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4 - 


(3, 


4 - 




4 - 


(3, 


4 - 




4 - 


(3, 


4 - 


*?* h * 2/ 7i-^) tr^ y y > 


4 - 


(3, 


4 - 




4 - 


(2, 


3 - 


s;* 2/ 7 i-ii/) y s; y , 


4 - 


(2, 


3 - 




4 - 


(2, 


3 - 




4 - 


(3, 


5 - 




4 - 


(3, 


5 - 


i/;if;i/7i3) tf^yi/V, 


4 - 


(3, 


5 - 


j;^Dn7x-;i/) tf^ys/V, 


4 - 


(2, 


6 - 


^y h =3p 5/ 7 y s> y , 


4 - 


(3, 


4, 


5 - h y y. h ^ */ 7x-^) fcr^ y *? j , 



4- (t7*u>-i->fA/) fcfKy^v, 

4- (-^-7* 2 -JJl) bf^y^V, 

4- (6-^ h^$/t7^v>-2->f^) tr^y^v, 
4- Cb] 2 -^r;v) bf^y^v, 

4- Cb] 77>-2->f^ tf/^y^V> 

4- (>r > F-;i/- 2 ->r;i/) if^y^v, 

4- (4 -y fr*u -3, 6-s;t Kn-2 H-hf u i ->f;i/ 

> 

4- (4-^nn^>^) -3, 6 - ^*ti Kn - 2 h- tf y l --r;i/, 
4- (4 -^n^^O^Vi/) -3, 6 - *;t: Kn - 2 h- tf y Vy- l -^f;K 
4 -7iiii/- 3, 6 -vm Kn- 2 H-try i ->f ;k 

4- (4-7^t07i-^) -3, 6 -VM FD~ 2 H - tf y 1 - >f ;b 

[0 0 3 2] 

4 - (4-^nn7 x — Ji) - 3 , 6 - v t: K n - 2 h - if y V y - 1 - -Y ;k 

4- (4-7*0^71-;!/) -3, 6 -i/t Kn- 2 H-t? V Vl/- 1 - >f ;k 
4- (4 h^J/7x^;i/) -3, 6 -VM KO- 2 H-fcT V Vl/- 1 - >f ^ 
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i 1 — 277384 



4- (4 - x.—)],) -3, 6-^fcFn-2H-K'Ji/'>-i-^;K 

4- (4-b'j7;VtD^f;i/7i-;i/) -3, 6 -s^n Kn- 2 H-fcf u 

- i - >r ;k 

4- (3-^DD7i^) -3, Fn-2H-H°U^>- i --r;i/, 

4- (3-7MD7i-;i/) -3, 6 - ^ fc: K D - 2 H - tf U *; > - 1 - -Y ;i/ 

4- (3 - h V yjhytUtf-JiyjL—JV) -3, 6-i?HFD-2H-tf'Ji;> 

- i --f ;w 

4- (3-^^71^) -3, 6 -i/H KD - 2 H-bf U 1 --f 

4- (3 -3, 6 FD- 2 H-t^U Vis- 1 ->f^/ 

4- (3 -*^;i/7ac:-;]/) -3, 6 - V \L Kn - 2 H - U V > - 1 - >f ;K 

4- (2-7;i/^-n7x-;i/) -3, 6 -*;k Fn- 2 H-t:°u Vy- 1 ->f;i/ 

4- (2-^nn7i-jb) -3, 6-s?tKn-2H-fcru*?>-i->f;i/, 
4- (2 -zfU=t~7x.~)\s) -3, 6 Kn- 2 H - tl° u 1 --ok 

4- (2-^f^7i-Jb) -3, 6-*;fcKn-2H-tUJ?>-l->f^, 
4- (2-^h^i/7i^) -3, 6 Kn- 2 H-fcTU i ->f ;b 

4- (3, 4-^^071-^) -3, 6 -e^n Kn - 2 H-try i - 
>f ;i/> 

4- (3, 4-^f;i/7i-^) -3, 6 Kn - 2 H-try 1 - 

[0 0 3 3] 

4- (3, 4 -V* h*ci/7x.-;i) -3, 6 ->^t: Kn- 2 H-if y 1 

- >f ;k 

4- (3, 4 — -3, 6 - Kn - 2 H - fcT U 

> - i - >f 
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4- (2, 3 -i?* b*is7 -3, 6-*;k KD- 2 H-fcTUS;>- 1 

4- (2, 3-^fjl/7x-/l/) -3, 6-i?tKn-2H-t:'jy>-l- 

4- (2, 3 - ^an7i-^ -3,. 6-s;t: Kn-2H-bTU 1 - 

4- (3, 5 -s;* 2/ 7 in /I/) -3, 6 - *? M FD - 2 H - fcf U ^ y - 1 

4- (3, 5-^f^/7i3) -3, 6-J?tKn-2H-bT'JS;y-l- 

4- (3, 5-^^nD7i3) -3, 6 -S/'t: Fn- 2 H-b?y l - 

4- (2, 6 -3, 6 -^t: FD- 2 H-tf U 1 

--f;K 

4- (3, 4, 5 - h U ;* F*f*/ yx.-)\y) - 3 , 6 - P \L F D - 2 H - b? U 
^ — 1 — f 

4 - (-}-7# uy— i — -Oi/) - 3 , 6 - *; t F n - 2 h - \£ y s; > - 1 - -r ;i/ 
4- (-^-7^ u>- 2 -3, 6 Fn- 2 H-t°y 1 ->f;i/ 

> 

4- (6 Fdp>>^-^^ uy- 2 ->f/i/) -3, 6 ->J\l Fn- 2 H-t? y V 

> - 1 - -f ;k 

4 - (^>v' [b] f^7x>-2->f;i/) - 3, Fn-2H-tfy s; 

> - 1 - >f ;k 

4- [b] 7^>-2->r;b) -3, 6-s?KKn-2H-tf'Ji?>- 

1 ->f ;k 

4- (-r > F-;i/- 2 --f -3, 6 -yt Fn - 2 H-bf y 1 ->f jv 

[0 0 3 4] 

2 8 2001-3106274 
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R £LX\Z 

4- i/y- 2 ->f^/) tf/<U^V, 

4- (t7*l/>-l->f^) -3, 6 FO - 2 H-bT V 1 - 4 JV 

4- (^-7* i/y- 2 ->r;i/) -3, 6 -VM Kn- 2 H-t°U l -4fr 

R 7 i: LTtt, .Tffi^t?^S*i«SS3^»* L/V^. 

[0 0 3 5] 
Ut 1 7 ] 




[0 0 3 6] 

R 10 12 




[0 0 3 7] 
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Ra, Rb, R c £ LTliSLtlC 0 ~ 3 fi^fcLTfc «fc <, J^mM*. 7 7* 

[0 0 3 8] 
[ft 1 9] 




[0 0 3 9] 

-jkss (i) cD^^-#f©g^_h^be>^^^LTti*E^ (mm. &ik*m 
m. mm. v>m. mm&£) tt^zmmm mm. -?u\**ym. mwm. 

ny^jv^ym. s<yHyz>)V-fcym. p - hJix.yxjvtisym. ijyyr-T. 
jvftym* Txnji^ymteZ) ' £.<Dmtttiamifi¥vf £*i£ 0 
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[0 0 4 0] 

7% iz & w- s #ih# jc^ $ & ^ u tff tH n mmx* & z> . 

[0 0 4 1] 
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[ft 2 0 ] 




[0 0 4 2] 
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[it 2 1 ] 




a 




( I, X=OH) 



E 




( I, X=OH) 



[0 0 4 3] 

-7^; -jimmib (i) lmzmmmzmtzz, 3 -^^iy^u^y 

m (2) £.<D)xJ&Km<. H-R 1 iKDfcmz£Z>jjm (M^A) , H-R 1 

imzBmmzm-t2>2, s-^^t/^u/tym (2) ^©sj&jcgK, 
i) i, 3 -mzmmmzw^ z -zfunj ym ( 5) h- 

R 1 £<Z)jRj£&*tv\ #e>*iS^* (7) &JS7C"t«*«6 CRiSsSC) , H- 

r 1 in, 3 -mzmmmzw-D 2 -:/n/w >s (5) n<DKm<D%k, y^j 
-immfo (i) tcDs/asf?^ mt>to&&mm (7) srs^-r-s^ ceis 

^D) , -n,mm<k (1) £ 3 - 7'J^D7>f K© <fc-5fc, 3&tcflM 
iSSoT'JMb^ft (9) fc©HJ£*e*3&*i-5£jE&» (10) ©auK^S/fbS: 
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3t^?SffiJ&-JR^ (I) <Dfc&m (X = OH) tt, TfB©££S5£F, G 
, H, I, J, K, L©j:^ICtt^t5ri:A« , tftS. 
[0 0 4 4] 
[ft 2 2 ] 




(I, X=OH) 



H H-R' + A ^S <7 ^ g.-N^ 




( I, X=OH) 



[0 0 4 5] 
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lit 2 3 ] 





Rc O 



asymmetric reduction 



Rl 




Rc OH 
(l,X=OH) 




(l,X=OH) 

[0 0 4 6] 
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3) ilH-R 1 £<DRJ&K&Zl3m , 7i;-;H#ft (1) fc, 

lmzmmm&H't 2, 3-x^^>>^n^>fi^^ (2) 

H- REMISS***!* (M/S^G) , H-R 1 i:, #5*?Sttfci& 
JCffillltSSr^l-S 2, 3 -xsK^rS/^n/t^^fr (2) £.<D)xI&<n%i> 7 'x J 

-frmm<* (i) sum crjsssh) , ^ (d -e^stis^-fe^afi 

(11) ^mf^S-ti:, ft^?S<[£&x;*^;i/ (1 2 

HK* (7) &, *^;v&U Ffc^T^M^-TS^SS , 

I) "5SsnS7t^S^«i:, 3fe3*iSttfc:&;i/stf>ifc (n) 4:©l8ra&«:£ 

K) , ^ (I) Testis 9 *^/jK>fifti:IB-^i£jcBJcj: y, 

(i) o{t&m*. raasjs^M, N©£e>fciirf£ 

[0 0 4 7] 



tfJSE4f 2 001-3106274 
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[ft 2 4 ] 




(l,X=H) 



[0 0 4 8] 

mfo (15) H<DKmK j; ytfilSftt (16) Sr^ftU (16) tH 

-R 1 i:S:BliftS!I©#*T*B^S-tir6*iS (M^M) <J\ H-R 1 1, 3 

m^m.mm&^^itmm&^W'D^u^ymmi^ (15) £©£j£ic<fc»;*i8!# 

(17) fc-&J*U ZKD^r^ (17) £7:ny-/l/3N># (1) ^111© 
#£T*®-£ CRJ&sSN) J&Jftf&tf&flS. 

— jR^c (i) T*^3ft£ft-£r#i x^r;i/n^^cDft^-#»tt, 

OD J: e> IC. X = OHT»ft5-|tS; (I) (Dft-£«^ ^St^t* S r £ £ . 

[0 0 4 9] 
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[ft 2 5 ] 




( I, X=OH) 



R 13 -A 



w^R 7 




OR' 

( I , X=alkyl) 



[0 0 5 0] 

fa#R l3 ttr;i/^r;i/S$:^1-o X = OHtfe§-K (I) <ZHfc-£#f<Z> tl Kn 
* S/»£flttM(Z)##T, T)l*cMt-tZ>Z£.lz£V, XtfT)\sn*fi/ myitis 

— JK^ (i) ^St^tistf:^©?*., R 7 <D5£ : -Q-R 9 (cfettSQ 

1 8) a^siarrsifctfTfss. 

[ft2 6] 




( I ,Q=CH2) 



[0 0 5 1] 

3 8 ffiaiE# 2001-3106274 
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jtjfrtfymnmft (is) zrs. Rtau©##T, h-r 9 si^stsii: 

iciu, 7^ K# (Q = CO) s^tsi^^tgs, $^ic, dti&agTfcjK 
/Sjc#-tr.i:jc«fcy, 7^ /ft (q = ch 2 ) mtsrt^ts (jRjSsS; 

P) o fflv^£7^ Kft3flfc VXit. *?*/9V\*i/JHtj/ltfi?4 $ K (DCC) 

, i^r; u >»yxf^ i/'7i-;i/U ywrrv K (d p p a) , i, i* -* 

1 H->f 5 #V-/b (CD I) , l-x^/l/-3- (3-^**^- 

^7$;^at:^) ijMV^ $ KSiS (wso fciftf&tffcfts. 

[0 0 5 2] 

b, d, e, g, h, m, Nx-mm-^n^y -jvmmi^ (D 

©W, R 7 tf^ : -Q-R 9 VBt<tl&4t&QHZ* TffiSJfoSSQ* R> S(D£o 

;k h'J^f;i/i/'J;i/, 'O^, 7-fe^-;w 'Ov^ fe^-*-. 

[0 0 5 3] 



a}|£#2 001-3106274 



#^ 11—277384 



lit 2 7 ] 




[0 0 5 4] 

-y zlj -frmmfo (i> q = co) it. mitf>wtmm<* (is) ic, k 

So 7^ KfltfJfcUTW:, □ 's* ;i^S/">f S K (DCC) , t/T J 

V>WtVx.?°Jl'. , J?7i^'J>S7yF (DP PA) , 1, 1' 

;i.tf^-iH — f^*v-;i/ (cdi) , i-x^;i/-3- (3-^*^;i/7^ 

J-fUifJl) Klfe.lftJfe (WSC) &£#&tf£>*i& . 

(1, Q = CH 2 ) tt, rU** (2 0) &3S7cMtCJ:»ja7C 

, Q=S0 2 ) tt, ^^D'JFllft (2 2) JCH-R 9 
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a 

M/^^:a, b, d, e, f, G. H, I, J, K, L, M, N, OT*&m2tl 
5 7i;-m^ (i) ©ft, r 7 or %«fc^s^3rTf 

, x, y, z*m~f 0 

[0 0 5 5] 
[ft2 8] 



R 8 




[0 0 5 6] 
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>si#tt(24) «*M{c<t u^ft nbz>\^\%yv^m. hv? 

aL-jvfrx? j z/$rmm&&TBLJ&Zi£s fltt««"rs Affile «fc UHN&-e££ 0 

b^tkm titit Mftu>, H^bu>, mm* 

(DEAD), S?>f V^U bT^r l/S?*;i/JKdpS/ I/- h 
(DIAD) ^if^lf^tlS. 

KfojZU <D £ o f£ 1 , 2, 4 -tf^-tf-^T S§#£M£, *;UjJ?>KS6## 

(19) fct: Kn^rW ^ J fa (2 6) Fft#J£/Sv^-££i^ K&m ( 

2 7) B^^FJ&fflv^^fe-sv^MMTKtc «fc »J3tftjKj&&fTVv flft 

fifty >, *-3rS/&fty>, fift^?r-;i/, fift^-^if u^asif^aw e> 

sis^vcdj:^* i , 2, A-^^vr^-)^mmm%. — hu^#^c 

2 9) fctKn^J/^r$>&»#a*ft^« (3 0) ^7K% (3 

2) SrJnii., itI^»ffil*^CJ:^J«ft i R|SS:f?V^, fltt^S-T fctC «fc »; ^J&T? 

[0 0 5 7] 
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[f b 2 9 ] 



W 



X 




[0 0 5 8] 

HiSsSW© J: 3 fc 1 , 3, 4-f7^7y-;i/i#ft!t tK5l/># (3 3 

) ^m^t^^^u (3 4) titt, (3 5) tmmzMt 

[0 0 5 9] 



m$E#2 001-3106274 




[0 0 6 0] 

Jx.lfojZ:Y(D£o&4 V^rV-V-JVmmmt. tFn^i/^^;ft (4 0) 

r htcj; u^t*^^.„ Mc&ihbTte, tfyy>^, M-fbU>, H^tU> 

j&i%z<D£ot£#*-V'\/-Knmmt, m^u^fy itit^m (42) nr^^v 
yit&m (43) ^m^^it^m (45) tLt=.^ mm^mdD^m^Mm 

[0 0 6 1] 
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(OCD) , 

if. ?®iitis, m^s, ifi^, *<ji&mm. w^h^b 

W (PTSD) , igijijKhfc, tfgfct, flS}2^ 7^^;\>f7-J|, ft 
SkB&. WmmW, Vl-nyy?!**-*- (feeding disc 
r d e r s) , ftfiMMBS £ tfttttJl*, 6 OCjcAJR^jcfe 

> -«IC, #«DtSt£©«^|Cttl H©S#*tt, .0. 01~100mg/kg 
, #£L<teO. l~lmg/kgTfft»j, iPi8#©«^CH:0. 5~10m 
g/kg ' »H<iil~5mg/kgt^ 0 ftp, ttfi&fcJ^Nl 

[0 0 6 2] 

*«w©ft^i»i±, mo-D<D3&jT*. v-ammmtbT. zinmammm 
t.<D^mt.Lxat¥titix%A\\ mm±. en © 

:fre>fcS^ttfcj|fi/#fc£LT#;*.e>*iS 0 *&1~5 0 
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[0 0 6 3] 
[0 0 6 4] 

l 

(s) - l- (4 -try i/*?n/**ei/'<y*J (b) y^y- 2 --f;i/^;i/4<-;i/ 
) tf p u V y 

(S) - l- (4 -m Kn (b) y^y- 2 ->r;i/^;v^— ;u) t±° 

QUi?>l. 3g©DMFM3 0mllC»'J'?A2. 2gfeitf (S) - 

„ mm^jvizxmm^ mm^mhrn^mm^^^^y^x^mw:, m&m 
izxmmLf~£.zzmmit&mi . 2 &itn&wskmt.vxnt=. a 

1 H-NMR(CD 3 C1) 8:1. 93 (penth. J = 6. 4, 2 H) , 
2. 00 (penth, J = 6. 4, 2H) , 2. 79 (dd, J=4. 9, 2 
. 9, 1 H) , 2. 93 (t, J=4. 9, 1 H) , 3. 3 8- 3. 4 3 (m, 
1H) , 3. 69 (t, J = 6. 8, 2H), 3. 92 (t, J = 6. 8, 2H 
) , 4. 08 (dd, J = ll. 2, 5. 8, 1H) , 4. 36 (dd, J=l 
1. 2, 3. 0, 1H) , 6. 00 (d, 8. 3, 1 H) , 7. 15 (d, J = 
8. 3, 1H) , 7. 28 (t, J = 8. 3, 1 H) , 7. 47 (s, 1 H) 
[0 0 6 5] 
liMi 2 

(S) -4- {4-7VVV)\j**y<y^ (b) y^y- 2 ->( jisjujitf—n, 

jfcaRft-*- h U tfAO. 5 2 g®DMFiil3 0mHcaS^4iCt4 - ( 

4 6 ffi§E#2 0 0 1 - 3 1 0 6 2 7 4 



1 1-277384 



4 - t Kn^rS/K>y (b) 7^>-2->f;i/) ><DDMF?g?g?£3 0 

mUlO»miTU 3 0^iI^lfe o d*UC (S) - Wi/VfrJ 
>>P-h3. 4g0DMFgSilOmUM3O^41tfU * * C ?£ ^ £ 

o mm^)nzrmm^ mm **mhteJkmm^ mmm 

^-NMR (CD 3 C1) 8: 2. 81 (dd, J = 4. 9. 2. 4, 1H 

) , 2. 96 (t, J=4. 9. 1H), 3. 42-3. 44 (m, 1 H) , 3 

. 7 8 -4. 0 7 (m, 8H), 4. 09 (dd, J = 10. 8, 5. 9, 1H 

), 4. 40 (dd, J = 10. 8. 3. 0, 1 H) , 6. 69 (d, J = 8. 

3, 1H), 7. 16 (d, 8. 3, 1H), 7. 32 (t, J = 8. 3, 1H 
) , 7. 4 4 ( s, 1 H) 

[0 0 6 6] 

mn&f&m 3 

(S) -4-yj->^;wM>y (b) 2 

4 -\L KD^M>y (b) 79>-2-^7^/sK>K^^^/X^^ i n/3. 6g 
©N, N-^fMM7U* (DM F ) M6 0mllC (S) -Wi/VA, 

st/is-hs. i 6. 5 g^m^mzr smmmwhtc 

o 

1 H-NMR(CD 3 C1) 8: 2. 82 (dd, J = 4. 9, 3. 0, 1H 
) , 2. 96 (t, J = 4. 9, 1H), 3. 41-3. 45 (m, 1 H) , 3 
. 97 (s, 3H), 4. 09 (dd, J = 10. 8, 5. 9, 1 H) , 4. 4 
0 (dd, J = 10. 8, 3. 0, 1 H) , 6. 69 (d, J = 8. 3, 1 H) 
, 7. 22 (d, J = 8. 3, 1 H) , 7. 36 (t, J = 8. 3, 1H), 7 
. 6 8 ( s , 1 H) 
[0 0 6 7] 
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4- (8 2 H-g >- 3 ^;ftu> 

8-* h^i/-2H-^D^>-3-*;^>il 0. 0 g0DMFM2 0 
OmllChiJiW^s. 6mlfiJ:^>7;'J>ij;if;H0. Oml 

*H — NM R (CDC1 3 ) S: 3. 69-3. 78 (m. 8 H), 4. 94 
(s, 2H), 6. 60 (s, 1H), 6. 71 (d, J = 5. 2, 1 H) 6. 
8 7- 6. 9 0 (m. 2 H) 
[0 0 6 8] 

mm-&f$.m 5 

4- (8-hKP^>>-2 H-^p^-3-^^j,;i/!K-;i/) 

4- (8-* h*i/-2H-?U*y- 3 - 4 Jl* Jltf-ll) ^*U>3. 
5gfflfg^fl/>^7 0mllC-7 8°CT'H^t^^^9. 5 g &iTLfe 

^H-NMR (CDCI3) 5: 3. 6 9 -3. 7 3 (brs, 8H), 4. 
95 (s. 2H), 5. 83 (brs, 1 H) , 6. 61 (s, 1 H) , 6. 6 
5 (d, J = 7. 3, 1H) 6. 83 (t, J = 7. 3, 1H), 7. 89 (d 
. J = 7. 3, 1 H) 

[0 0 6 9] 

(S) -4- (8-yu^ W^^-2H-^p^>-3-^;bA;i/^) 

4- (8-fcKndFi/-2H-^n^>-3-f;i/*;i/df-;b) ^;i/*y>3 
. 3g»y^7A3. 5 g fcitf (S) -?V i/VKJ i/V- V 3. 3g£# 
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.( 
i 

^H-NMR (CDC 1 3 ) 8 : 2. 74 (dd, J = 4. 9, 2. 4, 1H 
), 2. 91 (t, J=4. 9, 1 H) 3. 3 7 -3. 3 9 (m, 1H) , 3. 
6 9 - 3. 7 3 (brs, 8H) 4. 03 (dd, J = ll. 7, 5. 8, 1 
H) , 4. 11-4. 13 (m, 1H) , 4. 28 (dd, J = ll. 7. 3. 
4, 1H), 4. 94 (s, 2H) 6. 60 (s, 1 H) , 6. 75 (d, J = 
7. 3, 1H), 6. 87 (t, J = 7. 3, 1H), 6. 91 ( d , J = 7. 
3, 1 H) 

[0 0 7 0] 

mw&f&w 7 

8-*h=fr->-N, N-*?**Jl- 2H-^n^>~3 -;fr;i/^3r»^ F 

8-^h^ri/-2H-^D^>-3-A^>i8. Og, h'JXf;V7 5> 
14. 0 m 1 £J:t>^>7 J U >HS?X^8. 2 m 1 &MV^ff£/£W4 |Sf# 

^H-NMR (CDClg ) S: 3. 83 (s. 6 H) , 4. 84 (s, 2 
H), 6. 45 (d, J = 8. 3, 1H) , 6. 50 (d, J = 8. 3, 1H) 
, 6. 99 (s. 1H) , 7. 13 (t, J = 8. 3, 2 H) 

[0 0 7 1] 

(S) - 8 -yi) S/S?/l/*~3rS/-N, N - V ^JV~ 2 H - ? n ;* V - 3 - # 

F 

8-.*h*5/-N, N-S?*^/I/- 2 H-^U^> - 3 - ^;i//K^r-tf ^ F3. 
£ JC J: »J 3 . 0g£#£ o IC!)S6M«(ODMF SIS 5 0 m 1 IC 

fta*y9A3. 8gfeit>* (s) -^'Ji/i/>;j/i/-b3. sgfcfln^ g 

i&JCT 1 0B£B3I#U *4HC&va£„ iixfjl/ictiliit, 

v^*7 7-f- (AafD->/i|xf;i/) jcT»SSUfei:r5^ffi^i»3. 2 



2001-3106274 



Hftip. i 1—277384 



g&3H&*gfifcLT#fc. MH5-11 7°C 
[0 0 7 2] 

4 i h--t > F-;i/- 2 -*;i/sj?>Kx^;i/x^<T-;i/ 1 2 

0 gfflDMFM 1 0 0 m 1 KyfrMfc-f- h U 1 - 6 g fejll^., Ifit 1 0 

^H-NMR (CDC 1 3 ) S : 1. 39 (t, J = 6. 9, 3 H) , 4. 0 
6 (s, 3H), 4. 35 (q, J = 6. 9. 2H) , 5. 22 (s, 2 H) 6 
. 66 (d, J = 7. 8, 1H), 6. 98 (t, J = 7. 8, 1 H) , 740 

( t , J = 7. 4, 1H), 7. 45-7. 51 (m, 6 H) 

[0 0 7 3] 

IgC^f&M l o 

;i/13. 0 g©l* ; -^»(2 0 0 m 1 I: 1 0 %/t7S?9 A-KH 1 . 3 g & 

in*., 7K^^T^T'8^ra^#bfc 0 ^7^A-^i&t5^« 
& iElit s 3 £ ic <fc y mmit&to 8. og& Hfe h u t # 

a 

L H-NMR (CDC1 3 ) 8:1. 40 (t, J = 6. 9. 3 H) , 4. 0 
5 (s,'3H), 4. 37 (q, J = 6. 9, 2H) , 6. 52 ( d, J = 78 
, 1H), 6. 95 (t, J = 7. 8, 1H), 7. 19 (t, J = 7. 41H 
) , 7. 4 1 (s, 1 H) 

[0 0 7 4] 

mm&&M 1 1 
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4 -*<yVfr**r*/- i - (2 -^^;byptf;b) ->f > F-;i/- 2 
4 -s^y V ->( y 2 -#;i^>^x^;i/x;^;i/ 10. o g 

^H-NMR (CDC 1 3 ) 5 : 0. 89 (d, J = 6. 3, 6 H) , 1. 3 
9 (t, J = 7. 3, 3 H) , 2. 22 (penth, J = 6. 3, 1 H) , 4 
. 2 5-4. 4 2 (m, 2H) , 4. 35 (q, J = 7. 3, 1 H) , 5. 21 

(s, 2H), 6. 54 (d, J = 7. 8, 1 H) , 7. 00 (d, J = 7. 8 
. 1H) , 7. 20 (t, J = 7. 8, 1 H) , 7. 33-7. 1 (m, 5 H) 

[0 0 7 5] 

mm&mm 1 2 

|if;nxf;i/6. o gfc«fctfi o%a^S/^^-^o. 6 g £Mv\ MM 

h-^m i o n mm<DRfomft & n e> z. t. k £ »j ^n-fbii?^ & ^^^^ H % hitu 

1 H-NMR (CDC 1 g ) 8 : 0. 89 (d, J = 6. 3, 6 H) , 1. 4 
0 (t, J = 7. 3, 3 H) , 2. 21 (penth, J = 6. 3, 1 H) , . 
2 5 -4. 4 2 (m, 2 H) , 4. 35 (q, J = 7. 3, 1H) , 6. 49 ( 
d, J = 7. 8, 1 H) , 6. 96 (d, J = 7. 8, 1H) , 7. 16 (t, 
J = 7. 8, 1H), 7. 42 (s, 1H) 

[0 0 7 6] 

ISMM l 3 

3-#DD-6-* h^rjy-N, N - *s * JlsKy -J (b) f^7i>- 2 
J. Med. Chem. 1992, 35, 9 5 8 - 9 6 5 Cfa^O^^C^VN 
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, 4 h^-t/m&mi 0. 0gttffcft-;i/15ml^e)^lfc3-^O 
D -6-;*h3fS/-'<>t/ (b) f t7x>- 2 -#;i/3tf>Bft 7. 0 gtf)p*j3. 

0g^, THFtft, *;^^^r^>tftlliftfe<ka t hUx^;i/T^>i:iElSS*S 

1 H-NMR(CDC1 3 ) :3. 09 (bs, 3H) , 3. 12 (b s , 3 
H) , 3. 89 (s, 3H) , 7. 10 (d, 1 H, J = 8. 8) , 7. 26 ( 
s, 1H), 7. 7 1 (d, 1 H, J = 8. 8) 
[0 0 7 7] 

mmorf&w i 4 

(S) -3-9UU-6-yVi/P/U**S/-*1, N -*J V (b) ^ 

3-^nn-6-^ h3r£/-N, N-^^^;i/^>y (b) ^-^-^3i>-2- 
Fl. 9 g&*6fl:^^U> 1 0 0ml{C*^b-7 81C^bfc 

%-NMR (CDClg) :2. 80 (dd, 1H, J = 4. 8, 2. 9) 2 
. 95 (t, 1 H, J=4. 8), 3. 11 (bs, 3H) , 3. 17 (bs, 
3H), 3. 41 (m, 1 H) , 4. 00 (dd, 1 H, 5. 9, 10. 8), 
4. 35 (dd, 1H, J = 3. 0, 11. 5), 7. 13 (dd, 1H, J = 
2. 5, 8. 7), 7. 26 (s, 1H), 7. 72 (d, 1 H, J = 8. 8) 

[0 0 7 8] 

A-^v^z/H^)^^t/^y^ (b) ^-^-y^y- 2 -ij)v^ym 

4 _^ \sHri/i,^)^^-i/Ky \f (b) ^^y'ni^ 83gfcTHF700ml 




(3 6 3 ml) l:iTU, 0 °C £ -pfilS: JiWfclfe, ^-3 5^1:^1^ 




5 2 
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^ H — NM R (CDC1 3 ) :3. 55 (s, 3 H) , 5. 37 (s, 2H) , 
7. 04 (d, 1 H. J = 7. 8). 7. 41 (t, 1 H, J = 7. 8), 7. 
50 (d, 1 H, J = 8. 2), 8. 36 (s, 1 H) 

[0 0 7 9] 

n, N-^'^^;t/-4 3r->^>V (b) 7-*7zLy- 2-iJ 

-#;i/rt<>^9. 6 g ?: j;^ f A7 5 K 7 5 m 1 h'JiW 

itBfttt (PHI) fclfct, 4 5TCT5H»bL £/M&2Mc&tf\ @£S& 
«ES:S*bfe. #e>4xfe»?6tC6«SiaK*S:ljD^ 5 0 1 
Sr^JBES^-rSi fctc «fc »J 9 . Og?:#fe. 

1 H-NMR(CDC1 3 ) :3. 17 (bs, 3 H) , 3. 28 (bs, 3H 
), 6 .76 (d, 1H, J = 7. 8), 7. 23 (t, 1 H, J = 7. 8) 
, 7. 3 6 (d, 1H, J = 7. 8), 7. 81 (s, 1 H) 

[0 0 8 0] 

mn&f&M 1 7 

(s) -4 - yu '>$/;i/^-^r->-N, N-^^^;i/^>y (b) ^^-^ji>-2 
N, N"-j;^f^-4-kKn*J/ii^^i/'<>y (b) ^^"7aLy2- 

iJj\zHK^^ F9 . OgffiDMFlOOmlillC, iWJOA8. Og&jW 
3"blC (S) -yy y S/U- h 8. 0 g&jB;*.fe«U 6 0°C{CT2B| 
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1 H-NMR (CDC 1 3 ) : 2. 81 (dd, 1H, J = 2. 4, 4. 9), 
2. 96 (t, 1 H, J = 4. 4), 3. 00-3. 21 (bs, 6 H) , 3. 
4 4 -3. 4 8 (m, 1H) , 4. 08 (dd, 1H, J = 5. 8, 11. 2) 
, 4. 41 (dd, 1 H, J = 2. 4, 11. 2), 6. 76 (d, 1H, J = 

7. 8), 7. 32 (t , 1H, J = 7. 8), 7. 45 (d, 1 H, J = 8. 
3), 7. 73 (s, 1H) 

[0 0 8 1 ] 

mn&mm 1 8 

(S) -4- (4-yj'>^WM>y (b) ft7i>- 2 ->f 
4-^bdri/^f;i/t^r^^>y (b) ^tf 7 x y - 2 - XfrtiZ/Wl 3 . 5g 

Mi 6 fciM«©fijStRf^tcj: y, 4- (A-try yv^^-y^y^ (b) 
7i>-2-M-;i/) ^;i/*U>3. 2gS:SfiM«i:l/t#fe. rcz>*§ 
£$tM#»2. OgSM^, (S) -^'J>>^l/;i/l/-h2. lgi:fi^«W 
1 hlTO^MJ&M^fi^^lCi: y, mMik&mz. 0 g&HfiO^btH 

1 H-NMR (CDC 1 3 ) : 2. 81 (dd, 1H, J = l. 9, 4. 8), 
2. 97 (t, 1 H, J=4. 8), 3. 4 2 - 3. 4 8 (m, 1 H) , 3. 8 
6-3. 95 (bs, 8H), 4. 05 (dd, 1 H, J = 5. 6, 11. 2) 
, 4. 43 (dd, 1 H, J = 2. 9, 11. 4), 6. 77 (d, 1 H, J = 

8. 3), 7. 33 (t, 1 H, J = 7. 8), 7. 45 (d, 1 H, J = 7. 
8) , 7. 6 8 ( s, 1 H) 

[0 0 8 2] 

Rtt&mw i 9 

(s) - l- (4 - ^fv yyjiyj-^-y^yJ (b) ^^^x^- 2 -^jvjjutf 



(b) ft7i>-2-AM>H3. Og 

5 4 &§E4# 2 0 0 1 - 3 1 0 6 2 7 4 



— ;W hf P U ^ 
4 
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Mi 6i:ra«©jE^ift^icj:y, i- (4-^ue/s;^*2/'<>vr (b) 
•&?gpb^2. ogsiK (s) -yus/^;j/i/-h2. ogi:i^ia«i 

^H-NMR (CDClg) : 1 . 98-2. 10 (b s , 4 H) , 2. 80 ( 
dd, 1H, J = 2. 9, 4. 9), 2. 96 (t, 1H, J = 4. 2), 3. 
42-3. 4 8 (m, 1 H) , 3. 70 (bs, 2H), 3. 87 (b s, 2H 
), 4. 07 (dd, 1H, J=4. 8, 11. 2), 4. 41 (dd, 1H, 
J = 2 . 9, 1. 1. 2), 6. 74 ( d , 1 H, J = 7. 8), 7. 32 ( t , 
1 H, J = 7. 8), 7. 44 (d, 1H, J = 8. 3), 8. 00 (s, 1H 
) 

[0 0 8 3] 

mw-k&m 2 o 

(S) -4-y'J'>^l/t^'>-N-^b^'>-N-^fM>V f (b) 
4 h^S/^^^^-^riz/O V (b) f-HrV^V- 2 -*/l/sK>ift4. 5g 

^;i/3. 2g?:Mv\ JSW^fili 6 fcR«©SlSiSI^^«fc U, 4-fcFn*$/ 

V (b) ^tf^x^-N-.* h3r*/-N 2 -#;i/jtf3r+^ F4. 
OgSiftMfttlTife. £<Z>»&$liPitt»2. OgSr/gW (S) -yU>> 

mitism i . i g hxmt=.o 

1 H-NMR(CDC1 3 ) : 2. 78 (dd, 1H, J = 2. 8, 4. 8), 
2. 98 (t, 1H, J = 4. 2) , 3. 42 (s, 3H), 3. 43-3. 4 
8 (m, 1H), 3. 83 (s, 3H), 4. 10 (dd, 1 H, J = 4. 9, 
11. 2), 4. 36 (dd, 1 H, J = 3. 5, 11. 3), 6. 74 (d, 
1 H, J = 7. 8), 7. 33 (t, 1 H, J = 8. 3), 7. 44 (d, 1H 
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, J = 8. 3), 8. 40 (s. 1H) 
[0 0 8 4] 

mw&&m 2 i 

(S) -4- (2-bKDjr'>-3 - (4- (^7 » U > - 2 ->f /b) fcT^US? 
mW&f&W3T*mt~ (S) -4-yUS/^*^rS/'<>^/ (b) V^y-2- 

^j;b3K>^^^;i/x^^;i/4. 1 g©^^;-;i/^7 omitc, 4- (-f-?* 

^118-1 19 °C 
[0 0 8 5] 

Bm&&m 2 2 

( S ) _ 4 - (2-hKP^r'>-3- (4- (t7» 2 ->f;i/) fcf^US? 

y) ^ptf;i/^-^r-» (b) -y^y- 2 -a/i/tf^Eft 

(s) -4- (2-t Kn*$/- 3 - (4- 2 ->f /b) tr^u 

yy) ^ntf;i^^-^r2/) (b) 7 2 -ijfy-tfyMtT-frzix'rfr 5 

6g0^^;-JbMl4Omli:. 2. OM^b*'JfA*Ml 0 0m 

1 &fln*., n^ranni»5ft«ftbfc. M^McS:**^^, tBMtcr*ts?RS:ift 
ffi^bfc '(p h= 1) . r;ft£?nn*;bA-*#y-;i/M-S-?« (2 : 1) -e 

^0DliS4. 7g&itM B H B tlT^ M2 3 4- 2 3 51C 

[0 0 8 6] 
Ifi^i 2 3 

(S) - 7- (2-HKP3PS/-3 - (4 - (-l-? ZVy - 2-4 V 
J) 7°U¥}l*3ri/) *y*S (b) 77>-2-j?^>|xfMXf;i/ 

(S) - *y*J (b) 75>- 2 -*^/si?>lftx^ 

M^f;b5. 3g£i:tf4- 7 # Is y ~ 2 - >f /I/) fcT^U^>3. 0 g £ 
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1 H-NMR(CDC1 3 ) 8:1. 41 (t, J = 7. 3, 3H) , 1. 87 
-1. 98 (m, 4H) , 2. 23 (t, J = 7. 3, 1H) , 2. 25-2. 
63 (m, 1H) , 2. 4 8 - 2. 7 9 (nu 4 H) , 3. 05 (d, J = 10 
. 7, 1H) , 3. 05 (d, J = 10. 7, 1 H) , 3. 23 (d, J = 10 
. 7, 1H) , 4. 10-4. 28 (nu 3 H) , 4. 45 (q, J = 7. 3. 
2H) , 6. 72 (d, J = 8. 3, 1H) , 7. 21 (d, J = 8. 3, 1H 
), 7. 3 5 - 7. 4 9 (m, 4H), 7. 6 7 - 7. 7 0 (m, 2H) , 7. 
7 5 - 7. 8 2 (m, 3 H) 

[0 0 8 7] 

mn&mm 24 

(S) - 7- (2 -H Kn^rS/- 3 - (4- (f 7 - 2 ->f;i/) fcf^US; 

y) -fuvju**?*/) (b) y^y- 2 

(S) - 7- (2-tFn^>>-3 - (4 - (t7^U>-2--<;b) bf^'J 
^V) 7°nif;i/t^i/) (b) 2 -^r^^^^x^;!/^:^^;!/ 5 

. 2g®^^; -;b 5 0ml ?§?£fC 1 0 %*|ftt h U 2±7kmm 50ml SrJn 

1 H-NMR (DMSO-d 6 ) 8: 1. 81-2. 20 (m, 4H) , 2. 

80-3. 17 (m, 2H) , 4. 01 (d d, J = 9 . 3, 3. 4), 4. 1 

2 (dd, J = 9. 3. 3. 4, 1H) , 6. 75 (d, J = 8. 3, 1H) , 

7. 19 (d, J = 8. 3, 1H) , 7. 48 (t, J = 8. 3, 1 H) , 7. 
44-7. 51 (m, 3H), 7. 77 (s, 1H) , 7. 8 7- 7. 9 0 (m 
, 3H) , 8. 0 4 ( s , 1 H) 

[0 0 8 8] 

mw&&M 2 5 

(S) -4 - (2-fcKn3fS/-3 - (4 - (^-7jtl/>-2->r;i/) fcf^US? 
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4 -t: KD^rS/- lH-^y K-;i/~ 2 - ^biK^x^^x;*^;!/ 1 . 3 g 
©DMFsomi^iicmy^ASit^ (S) -^'J j/^; S/U- M. 
Og&fln*.* -M&«f#L£„ M/^Mfc^lc&tt, H^x^wcr^mLfc 

ij (s) -4 -yu i H--r > F-;i/- 2 -^j;i/3K>^x^;i/x 

-5 riiic^ y, (s) -4- (2-k Kn*s/-3 - (4- 
7* uy- 2 --r;b) fcr^us;^) ^nbr;i/*^s/) - i H->r > F-;u- 2 - 

#;i/>tf>^x^;i,x;^;i/ 1 . 4 g Itifc. 115-1 

l 7TC) #cint% IM^J2 2 i: |P!«ft<Z)MJESiSkf^ -5 «fc vmmik&M 
1. lg?:eMii:bT#fc 0 HU&171-173TC 
[0 0 8 9] 
ES^^J 2 6 

(S) -4 - -(2-E 3- (4- » 2 ->f ^/) fcf^US? 

x^;i/X^5 1 ;i/4. Og, (S) - Wi/PfrJi/lt-h*. 5 g £ J: t>* 4 - ( 
t7*l/>-2->f^) H°^U^>4. 3g£MV\ Iff^M2 5t^i©S 
jKtRf^SrfT^ifciCfcy, (S) -4- (2-fcKn*i/-3 - (4- (-J-?* 
l/>-2--f;b) tf/^Ui/V) ^D^t^S/) - l- (2 
- i -^■5 L ;i/->f > K-;^- 2 -;ft;i/3}?>^x^;i/x;^;v 5 . 8 g life. z. 
*l£x# y -;i/4 0 m 1 tCSfj^b, 7K4 Oml, *iftAU9A4. 5 g 

> 2i$is!¥38SfcLfc. mhnr=.Rmmo>o^>^^ j -jv^m&m^v. mtt- 

1 NJttSft*S»S:4 Oml|mx.^Dn*;i/At'ft{Bbt= #>b*i£vSiJi£f&fa:& 
^fc4. 2g^ffi^Hbt^ l»j&158-161 , C 



£IiE#2 001-3106274 



1 1 — 277384 



[0 0 9 0] 

sm&f&m 2 7 

(S) -4- (2-tKn^rS/-3 - (4- (t7 2 -^f;i/) fcT^U*; 

y) 7p -1- ->f > K-;i/- 2 -a^df 

IMfilii 2t'Hfc4 -n Kn^ps/- 1 - (2-^f;i/yntf;i/) ->f>K 
2 -*;i/3K>^x^;i/x^^;i/5. og, (s) -^us/i?^;s/u-h 

4. 5g^itf4- 07 # U>- 2 --r;i^) tr^US?>5. 3gl:fflV\ m& 
&&M2 5t.m&(!>BLJ&8itt&fi5Z.£.iZ&V. (S) -4- (2-tKD^ri/ 

-3 - (4- (^-7* u>- 2 ->r/b) tr^u^v) >fn tr;i/2T3f */) -1- ( 

->r > F-;i/- 2 -*;i/jJO^x^;bx^^;i/7. 5g& 

^tlfcx* y -;i/4 0 m 1 iCjg#*U *30ml, *ift*'J"?A4. 0 

^c^TT l NfigfciKigiftS: 3 0miM^nn*;i/AT'ta}bfc o »e>*ifc$i&» 

X H-NMR (CDgOD) S : 0. 84-0. 86 (m, 7H), 2. 15- 
2. 23 (m, 5H) , 3. 11-3. 65 (m, 4H) , 3. 65 (m, 2H 
), 4. 18-4. 25 (nu 2 H) , 4. 40 (d, J = 7. 3, 2H) , 4 
. 58 (m, 1H) , 6. 60 ( d , J = 7. 8, 1H) , 7. 10 (d, J = 
8. 3, 1 H) , 7. 24 (dd, J = 7. 8, 8. 3, 1H), 7. 46-7 
. 47 (nu 4H), 7. 7 4 - 7. 8 6 (m, 4 H) 

[0 0 9 1 ] 

mtt&&m 2 8 

l-bKD^r->>f^/-l - (4 b^riy^yJ (b) 7^ > - 2 - >f ;* 

4-* h^^vi/ (b) y^y- 2-#;i/jft— h'j;i/2. 8 g©:n#y-;i/ 
jg?R4 OmUCt: Fn^J/;i/7^>fli| 1 . 2 gfcJ:tffitifc*MS-J- h V ?A3 
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og&ao*.i. 5^ra^3S^tfeo mmmzmMht^ 

1 H-NMR(CD 3 C1) 5:3. 94 (s, 3H), 6. 68 (d, J = 7 
8, 1H), 7. 13 (d, J = 7. 8, 1H), 7. 19 (s, 1 H) , 7 
. 26 (t , J = 7. 8, 1H) 
[0 0 9 2] 

3- (4-* (b) 77>-2->f;i/) ~ 5-^^-; i/~ 1,2,4 

- (4-* h^ff'OV (b) 79>-2->f;i/) 
^^;i/T^>3. 4g4j»*ii4 0mii:iiU UlWISSLfe. S 

L H-NMR (CD 3 C1) 5:2. 6 8 (s, 3 H) , 3. 9 7 (s, 3 H) 
6. 70 (d, J = 8. 3, 1H), 7. 22 (d, J = 8. 3, 1H), 7 
. 33 (t. J = 8. 3, 1H), 7. 58 (s, 1 H) 
[0 0 9 3] 

3- (4 -M Fn^r'>^>'./ (b) 79>-2->f^) -5-^^; i/~l, 2, 

4 -t^^^y^/-^ 

3 - (4 h^rS/'OV' (b) 75>-2->f^) - 5 -*^)V- 1 , 2, 
4 _^^-y.^ rv r_;H. lgfeitfHliU^4. 2mUiflV^»^« 

to 

X H-NMR (DMSO-d 6 ) 8:2. 65 (s, 3 H) , 6. 68 (d, J 
= 7. 8, 1H), 7. 12 (d, J = 8. 3, 1 H) , 7. 23 (dd, J = 
7. 8, 8. 3, 1H), 7. 60 (s, 1 H) , 10. 30 (s, 1 H) 

[0 0 9 4] 

1 
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(S) - 3- (4 */V)\,7t3ri/Ky-J (b) y^y- 2-<4 jv) -5-* 
3- (4 - 1 Kn^i/^i/ (b) 7^>-2--r;i/) -5-*^;i/-i, 2 

, 4 -*^r-9-2;r!/-^/0. 7 5 gfeitf (S) -^U S/U- N 0. 9 

1 H-NMR (CD 3 CI) 8:2. 69 (s, 3 H) , 2. 83 (dd, J = 
4. 9, 2. 5, 1H) , 2. 96 (t, J = 4. 9, 1 H) , 3. 43-3. 
45 (m, 1 H) , 4. 13 (dd, J = ll. 2, 4. 4, 1H) , 4. 40 

(dd, J = ll. 2, 3. 0, 1 H) , 6. 71 (d, J = 7. 8, 1H) , 
7. 25 (d, J = 8. 3, 1H) , 7. 32 (dd, J = 8. 3, 7. 8, 1 
H) , 7. 6 2 ( s , 1 H) 

[0 0 9 5] 
mft&&&3 2 

l-t:FD^rW^;-l- (7 - * h=fr (b) - 2 - >f ;b) ;* 

7 h*riss<2/V (b) 77>-2-A;i/^-h'Jjl/3. Og, kKn#2/ 

„ ^-NMR (CD 3 OD) 8:3. 97 (s, 3H), 6. 89-6. 91 
(m, 1 H) , 7. 11-7. 17 (nu 3 H) 
[0 0 9 6] 

mm&mm 3 3 

3- (7 b^-i/^yJ (b) y^y-2->(;v) - 5 l , 2, 4 

i-fcKn^i/>f5;-i- (7 - * h3f^>l/ (b) 7^>-2--r;i/) 
;*^;i/T * > 3. 3 g &MV^M-&f&M2 9 tfif«<OMiSfil^S:ff "5 i^JCfc »; 

! H-NMR (CD 3 CI) 8:2. 68 (s, 3 H) , 4. 03 (s, 3 H) 
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, 6. 90 (d, J = 7. 8, 1 H) , 7. 21 (d, J = 7. 8, 1 H) , 7 
. 25 (t, J = 7. 8, 1H), 7. 45 (s, 1 H) 
[0 0 9 7] 

mn&f&m 3 4 

3- (7 -M FP^r ->^>!/ (b) 77>-2->f;i/) -5-*^;i/-l, 2, 
3- (7-^h^$/^>!/ (b) 77>-2->f;b) -5-*^;i/-l, 2, 

5 nmmnfcj&mfczn e> r £ic & vmmit&mi . 5 g btufe 

„ 1 H-NMR (DMSO-d 6 ) 8:2. 65 (s, 3 H) , 6. 68 (d, 
J = 7. 8. 1H) , 7. 12 (d, J = 8. 3, 1H), 7. 23 (dd, J 
= 7. 8, 8. 3, 1H), 7. 60 (s, 1H) , 10. 30 (s, 1 H) [ 
0 0 9 8] 

(S) - 3- (7 -^fV i/VJV7t^r^^y s J (b) 7^>-2->f^/) ~5~* 
2, 4-tW7l/-^/ 

3- (7-tKn^>>'<>y (b) y^y - 2-^ ;v) -5-^^;i/-i, 2 
, A-ar^^vr^~)^i . sgfcj;^ (s) -^'Ji/^;i/;>>i/-M. 8g 

*H — NM R (CD3CI) 8:2. 69 ( s , 3 H) , 2. 81 (dd, J = 
4. 9, 2. 4, 1H), 2. 94 (t, J = 4. 9. 1 H) , 3. 46-3. 
48 (m, 1H), 4. 26 (dd, J = ll. 2, 5. 4, 1H), 4. 46 

(dd, J = ll. 2, 3. 4, 1 H) , 6. 95 (d, J = 7. 8, 1 H) , 
7. 21 (t, J = 7. 8, 1 H) , 7. 29 (d, J = 7. 8, 1 H) , 7. 
4 6 ( s , 1 H) 

[0 0 9 9] 

3 6 

N ' - (4 hdpS/'Qyr (b) y^y- 2 -^f;i/;fr;i^-;k) 7thbF9 
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4 _^ l>^^//si>y (b) 77>-2-^)^>i4 3. 4g©THFM7 
OOmllCl, 1' -*;i/#-Mf^-lH-^5^!/-;V (CDI) 3 8. 4 
g£j&D;L, ijgtctlWfbfc. 3©M^$tJCTiz h t: K^S» 1 V. 6 

1 H-NMR (DMSO-d 6 ) 8:1. 91 (s, 3 H) , 3. 93 (s, 3 
HK 6. 86 (d, J = 7. 8. 1H), 7. 25 (d, J = 7. 8, 1 H) 
„ 7. 42 (t, J = 7. 8, 1H), 7. 61 (s. 1 H) , 9. 92 (s, 

1 H) , 10. 4 6 (s, 1 H) 
[0 10 0] 

gm&&m 3 7 

2 - (4 h^cts^yJ (b) 7^>-2->T;i/) - 5 1,3,4 

N « _ ( 4 _^ ( b) y^y- 2 --f ;i, n y-fehnF 

5*;F15. 6gffll, 2-i?^nnx^f>M4 0 0mHCh'Jxf;i/7$> 

fc„ r©iRjSai?ftlC % ^X^;i/T >/^#;i/tf^>l/- h (4.0 %t>;i/:n 

1 H-NMR(CD 3 C1) 8:2. 65 (s, 3 H) , 3. 97 (s, 3H) 
, 6. 72 (d, J = 8. 3, 1H), 7. 22 (d, J = 8. 3, 1 H) , 7 
. 36 (t, J = 8. 3, 1H) , 7. 56 (s, 1 H) 

[0101] 
mft&f&W 3 8 

2- (4-bh , p^w; (b) y^y-2-^(jv) -5-^^;i/-i, 3, 
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4 —**WT\f-J[, 

2 - (4 - * h^ri/Ky)/ (b) ^^>-2--T;i/) - 5- ^^;i/-l, 3, 
4 -mi;7y-;i/6. 5 g^3 j:t>*=*fb^^^2 7ml &Mv^jS«5 

^H-NMR (DMSO-d 6 ) 8:2. 60 (s, 3H), 6. 71 (d, J 
= 8. 3, 1H), 7. 16 (d, J = 8. 3. 1 H) , 7. 29 (t, J = 8 
. 3, 1H) , 7. 6 8 ( s , 1 H) 

[0 10 2] 
mft&f&W 3 9 

(S) -2- (4-yi;j/^t^FM>^ (b) y^y- 2-4 JV) -5-^ 

3, 4 -t^^7!/-;i/ 
2- (4-hFn^i/^>^/ (b) - 2 - -f -5-*^;i/-i, 3 

, 4 -***3ryT\r-A/Z. 3 g£J:tf (S) -^*'Ji/^Wi/l/-h3. 7g 
£Mv\ MMMl i:l^»©SJCSiSifPS:ff -iifctcj: »J 1 . 1 g £ 

*H — NM R (CD 3 CI) 8:2. 65 (s, 3 H) , 2. 83 (dd, J = 
4. 9, 2. 4. 1H), 2. 96 (t, J = 4. 9, 1 H) , 3. 43-3. 
46 (m, 1 H) , 4. 09 (dd, J=ll. 2, 5. 8, 1 H) , 4. 42 

(dd, J = ll. 2, 2. 9, 1H), 6. 72 (d, J = 8. 3, 1 H) , 
7. 23 (d, J = 8. 3, 1H), 7. 34 ( t , J = 8. 3, 1 H) , 7. 
5 9 ( s, 1 H) 

[0103] 

0 

2- (b) 7^>-2->f;i/) - 5 -^^;i/-l, 3. 4 



7 - * h=3f >>^>y (b) 75>- 2 — */I/sK>Bft 1 0gSfh7tFQ77 

>i0 0mlic»»u dtuci, l' -*;i/^-;i/tf^- l H->f * #V-;i/ 
(CD I) 12. 6gtTthtK7^>4. Og^it, SffiT? 2 



6 4 
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1, 2-i/^nnx^>3 0 0mllCi«?U hU7i-;i/*X7^>3 9 g, 
hijxf;b7$>2 5ml ZM%.*ftTX*MWLt~ a V<i Vzfu \£)l>T s J i?jj)l> 
ifsiri/V-V (4 0%bJI/X>M) 7 5gSi!lIIitt, ifit'3t^j|#lfc 
o j£/£$i£*K?Mc&£\ ^DD^T'iffilt. h V «7A 

* H — NM R (CDCI3) 8:2. 65 (s, 3H), 4. 05 (s, 3H) 
, 6. 92 (d, J = 7. 8, 1H), 7. 23-7. 28 (m. 2H) , 7. 
5 1 ( s , 1 H) 

[0 10 4] 
©*f£j««4 1 

N » - ( 4 -j t ^» / ^f;| / ^^/<>vf (b) x.y~ 2-^( JVlDVtf— 

4 - ^ h^'>^f;i/t^i/^>^/ft7x>-2 -#;i/3}?;>^7 g h vt: 

Fn77>10 0ml[MU £*WCCDI7. 3 gfej;tf7t Ft F7^> 

2. 4g£#D;LT, ^ffiT?3«rlffl«l^bfca #rmufc*§ll&aiierr&£fctc«fc »J 
, 3lfflft-&4&3. 9 g 

^H-NMR (DMSO— dg ) 8:1. 99 (s, 3 H) , 3. 32 (bs, 
2H), 3. 51 (s, 3H), 5. 37 (s, 2H), 7. 03 (d, J = 7 
. 8, 1H), 7. 36 (t, J = 7. 8, 1 H) , 7. 52 (d, J = 7. 8 
, 1H), 8. 3 2 ( s , 1 H) 

[0 10 5] 
IK^4 2 

2- (4 t>3r£/*^;i/7f 3r->^>V (b) x > - 2 ->f /I/) -5-^ 

f^-i, 3, 4 

r-fehfc:K9^K2. 4 g & l , 2-i?^nox^>5 0ml[c^HL/, 
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h'j7i-;i/*^7^>3. 2g, hv^fjvy^y 2mi &ifajLfrftyvM& 

Lfe„ S>:n^;i/TVS>#;bsjf3rS/l/- h (4 0%hM>i$) 5. 2g^M 

1 H-NMR (CDC1 3 ) 8:2. 6 1 (s, 3H) , 3. 54 (s, 3H) 
. 5. 38 (s, 2H), 7. 05 (d, J = 7. 8, 1H) , 7. 38 (t, 
J = 7. 8, 1H) , 7. 52 (d, J = 7. 8, 1 H) , 8. 12 (s. 1H 
) 

[0 10 6] 
IM^J4 3 

2- (4 -E Kn^r (b) ^7x>- 2 -5-*^;b-l, 

3, 4 -a-fr y 

4 h*S/*^;i/;f 3f £/- 2 - (5 1 , 3, 4-^-^if^ry- 
JV- 2 ->f;i/) ■ '<Z/\mt'7x.> 1 . 4 g Srfflfc-* ( 1 : 1 ) 1 OmlCii 

«JS N U 7AT^l©t, «JEE»*8U fcPftaftHttt 1 . 

4 g£#£„ 

X H-NMR (DMSO-d 6 ) 8:2. 61 (s. 3H) , 6. 83 (d, J 
= 7. 8, 1H) , 7. 32 (t, J = 7. 8, 1 H) , 7. 44 (d, J = 7 
. 8, 1H) , 8. 07 (s, 1H) , 10. 44 (bs, 1H) 

[0 10 7] 

mW&f&M4 4 

4 -^>S/;b;*3f S/--f > F-;i/- 2 1 0 g 

(1:1) 2 0 0ml|;g«U *ifWJ7A3. 8 g &#&;LT 
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fc 0 Ifflt«&y^f^*M75 F 1 0 0 m 1 Ci8»U r*UCWSC7. 6 
g, HOBt6. 9g, b'JxW5>7. 0mU7tM:K5y>2. 6 
gSrSD^T, ^?BT?6«flSI«^bfe. JRlES****^^ *ffBLfc*Sa&«Hfc 

!h-NMR (DMSO-d 6 ) 8:1. 93 (s, 3H), 5. 22 (s, 2 
H) , 6. 62 (d, J = 7. 8, 1H), 7. 04 (d, J = 7. 8, 1 H) 
7. 11 (t, J = 7. 8, 1H), 7. 3 6 - 7. 4 5 (m, 5H) , 7. 
54 (s, 1H), 9. 85 (s, 1H), 10. 20 (s, 1 H) , 11. 6 
7 (s, 1H) 

[0 10 8] 
g*f&J*«4 5 

4 _ / < > ^ ;1/ ^^>>- 2 - (5-^^A-l, 3, 4 ^ '7 2 - 

**^>9. Og, h'jxf;i/7^6nil &jQn**#T*eJt#bfe. V 

^nbf;i/T!/^^^^^S/i^- h (4 0%h;i/x« 17. 7g£#nx.fc^ 
, 5 o"CT?2i$iafll#Lfc. siS«S:**icti^ irna^-eiffibfe. « 

^Sft^*6. 0 g 

%-NMR (DMSO-d 6 ) 5:2. 59 (s, 3H), 5. 25 (s, 2 
H) , 6. 65 (d, J = 7. 8, 1H), 7. 07 (d, J = 7. 8, 1 H) 
, 7. 15 (m, ZH), 7. 3 4 (m, 1H), 7. 41 (m, 2 H) , 7. 
5 3 (m, 2H) , 12. 2 1 (s, 1 H) 

[0 10 9] 
|g(*Hrffc«4 6 
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n' - (7-^bJpM>y (b) y=yy- 2 /<>ybF7 

7 h^i//<>y (b) 75>-2->f;WMt: K5y Kio g £^ n 
□ 1 0 Oml ICigjBU rtiic h u ^ > 9 . omugft^oy 

1 H-NMR (DMSO-d 6 ) 5:4. 00 (s, 3H) , 7. 08 (d, J 
= 7. 8, 1H) , 7. 27 (t, J = 7. 8, 1H) , 7. 35 (d, J = 7 
. 8, 1H) , 7. 4 7 - 7. 6 0 (m, 3H), 7. 68 (s, 1H). 7. 
94 (m, 2H) , 10. 57 (s, 1H) , 10. 76 (s, 1 H) 

[0 110] 
S^n^M 4 7 

2— (7-^ h^rS//Qyr (b) 7^>-2->f;b) - 5 -7 ji— JU- 1 , 3, 

4 -^-^-9-^yy-;i/ 
N' - (7-* h^-i/^y^J (b) y^y- 2 --r;i/^;i/^-;i/) ^>!/tK 

7^'F5. 0g?:igftft-;i/2 0inl{:iiU 8 0 °C V 1 B£raflllSftlit# L tc 
«JE»Wrr££8Si*fi*§ll£ IT, 3H»ffc-&*& 3 . 7gS#fc„ 

X H-NMR (DM S O - d g ) 8:4. 02 (s, 3 H) , 7. 12 (d, J 
= 7. 8, 1 H) , 7. 29 (t. J = 7. 8, 1 H) , 7. 38 (d, J = 7 
. 8, 1H) , 7. 6 3 - 7. 6 8 (m, 3 H) , 7. 88 (s, 1H) , 8. 
1 3 (m, 2 H) 

[0 111] 
I^rIH 4 8 

N' - (4 h^->^>y (b) y^y- 2 ->r;i/^;i/^-;i/) MJ7^p 
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4 h*ci/s<y\r (b) 7^>-2-^;i/4ft K^^K9. 5g©i&ff;*^ 
l^>M2 5 0mli:**h'j7;i/tn»i8. 5 m 1 SM, ^ffllCT2NrlSf 

1 H-NMR(DMSO-d 6 ) 6:3. 94 (s, 3H) , 6. 89 ( d, J 
= 8. 3, 1 H) , 7. 28 (d, J = 8. 3, 1 H) , 7. 45 (t, J = 8 
. 3, 1H) , 7. 66 ( s % 1 H) , 11. 04 ( s , 1 H) , 11. 70 ( 
s, 1 H) 

[0 112] 

mwa?mM4 9 

2- (4 h3r*/^>!/ (b) -7^>-2-^;i/) - 5 - h 'J 7MD^f ;i/ 
-1, 3, 4-^Jp»y7!/-;i/ 

N' - (4 -* b^-i/sOir (b) 2 ->f/i/5&;i/jK— ;v) h'j7;i/t 

n7thtK7^K5. 2g, hUai^;i/T^>7. 2ml, NU7xz;i/^7. 
7>f>9. o gfcitf^x^ri/S^^sK^S/^- h (4 0%b;i/x>M) 
6. 2ml $:M^MM^J3 7 iHPJ«©SiSiRf^S:ff "5 di:ic«fc U, ^tffl-ffc-^ 

1 H-NMR(CD 3 C1).8:3. 98 (s, 3 H) , 6. 71 (d, J = 8 
. 3, 1H) , 7. 18 (d, J = 8. 3, 1 H) , 7. 48 (t, J = 8. 3 
, 1H) , 7. 9 5 ( s , 1 H) 

[0 113] 

mmitmw 5 0 

2 - (4 -M KD^rM>!/ (b) 7^>-2->f^/) - 5 - HJ 

;i/-i, 3, 4 -^-^rij-yyy-;i/ 

2- (4-*b3r (b) ^^>-2--T;i/) - 5- hU U ;* ^ 

;i/-l, 3, 4-t^tS;7 4 ;-;i/4. 0gfe«fct)fHM*9il 5mlS^V^ 

1 H-NMR (DMSO-dg) 8:6. 73 (d, J = 8. 3, 1 H) , 7. 
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22 (d, J = 8. 3, 1H), 7. 36 (t, J = 8. 3, 1 H) , 10. 5 
2 ( s „ 1 H) 
[0 1 14] 

mft&f&m 5 1 

(S) - (2- (4-yiJS/^t»M>l/ (b) 7^y- - 5- 

bV7Jl/*U*?-J\/- 1, 3, 4 -jrZrW? V-Jl 

2- (4-kKndri//<>y (b) 75>-2->(Jl) -5-h'j7^n^ 

^;i/-i, 3, 4 -*^-9-i7r^/-^/3. 3 gfe^tje (s) -^y s/u 
-S3. 7g$:Mvv I^Ml £.m&(D)xmmft%:fi oztizz 

mi. igseftigai:i,T^fe. 

X H-NMR (CD 3 CI) S : 2. 83 (dd, J = 4. 9, 2. 4, 1 H) 
, 2. 99 (t, J=4. 9, 1H) , 3. 4 4 -3. 4 6 (m, 1 H) , 4. 
12 (dd, J = ll. 2, 5. 9, 1H), 4. 44 (dd, J = ll. 2, 

2. 9, 1H) , 6. 76 (d, J = 8. 3, 1 H) , 7. 27 (d, J = 8. 

3, 1 H) , 7. 42 (t, J = 8. 3, 1H), 7. 83 (s, 1 H) 
[0 1 15] 

m&&&m 5 2 

N' - (7 hdr->/^>y (b) -7=yy- 2 ->f^^M-^) h'J7MP 

7 h (b) 75>-2-AMkF7i;K14. 0g©fift^ 

f U>M3 0 0mnci*h';7;i/^niPil 1. 5ml ^m, gsct 1 

^H-NMR (DMS O - dg ) 5:7. 11 (d, J = 7. 8, 1 H) , 7. 

28 (t, J = 7. 8, 1H), 7. 35 (d, J = 7. 8, 1H), 7. 69 

(s, 1H) , 11. 10 (s, 1H) 
[0 116] 

mm&mm 5 3 

2 - (7-* h3rS/^>yT (b) 7^>-2->f;i/) -5~h'J7Mn ;* 
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-1, 3, 4 -**-yrvy*j-n/ 

N' - ( 1 , 1 , 1-h'J 7Mn7t h) -N' - (7 bZ-is^yJ ( 
b) 75>-2^f^) WtF7^>14. 6g(Z)l, 2-i;^nDI^i 
8 0 m 1 {Cf&ft^;f-;b4. 2 m 1 fcitfDM F 0 . lmUM> 4. 5 

9=5-74- (^Dn^A/iilf;!/) {CTmS^b^il35^II^#f 2. 4 

^H-NMR (CD 3 C1) S:4. 06 (s, 3H) , 6. 99 (d. J = 6 
. 9, 1 H) , 7. 22 (m, 7. 26-7. 31. 2H) , 7. 72 (s, 1 
H) 

[0 117] 

mw&mw 5 4 

2- (7-bKP^M>^'(b) 7^>-2->r;i/) - 5- h'j7^n^ 
3, 4-t^^7!/-;i/ 
2- ( 7 h^ri/K^y (b) yyy-2-4)D -5-h'j7;i/tn^f 
3, 4-m^T!/-;i/2. 4 gfeitf^Jifc^iiiS. OmUffl 

Strife. 

1 H-NMR(DMSO-d 6 ) 6:6. 96 (d, J = 7. 3, 1H) , 7. 
19 (t, J = 7. 3, 1H) , 7. 29 (t, d = 7. 3. 1 H) , 8. 00 
(s. 1H) . 10. 50 (s. 1H) 
[0 118] 

mtt&&m 5 5 

(S) - 2- (7 - yj (b) 7^>-2->f;i/) -5-h 

'J7;i/ta^f;i/-i, 3, 4 -t^yyy-;!/ 

2- ( 7 - tl KD^r^^> x 7 (b) 75>-2->f^) -5-h'j7^DX 
^-1, 3, 4-^^t^7!/-;i/2. 4gj3J:0 ! (S) - U ^ S> U 

0 g &S&|gSi: Ulf:. 
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! H-NMR (CD 3 CI) 8:2. 81-2. 85 (m, 1H) , 2. 9 6- 
2. 98 (m, 1H) , 3. 42-3. 50 (m, 1H) , 4. 23 (dd, J 
= 11. 2, 5. 8, 1H) , 4. 52 (dd, J = ll. 2, 3. 4, 1 H) 
, 7. 04 (d, J = 7. 8, 1 H) , 7. 30 (t, J = 7. 8, 1H) , 7 
. 33 (d, J = 7. 8, 1H) , 7. 71 (s, 1 H) 

[0119] 

mw&mm 5 6 

5 - (4 h^cts^y^ (b) ^^>-2-^;i/) - 3 1 , 2, 4 

-a-3r-9-^'7l/-;i/ 

4 (b) y^y- 2 -#;b7tf>^ 1 . 9 g0THFM5 0 
m 1 jCfgfb^^-;i/0. 9 m 1 £J:t>*DMF 0. 1 m 1 2 O^riMIi 

mm^mmm^Ltc^ m^nr^m^^v >jy .5 omii^iLrth 

6:1) (CTW§gb££33^M-a-#!l. Og^MMS^UtHt. 

X H-NMR (CD3CI) 8:2. 51 (s, 3 H) , 3. 98 (s, 3H) 
, 6. 73 (d, J = 7. 8, 1H) , 7. 24 (d, J = 8. 3, 1 H) , 7 
. 38 (dd, J = 7. 8, 8. 3, 1H) , 7. 73 (s, 1 H) 

[0 12 0] 

mm&mw 5 1 

5- (4 -M ^Xl^-l/^y-J (b) 7^>-2->r;i/) -3-^^;i/-l, 2, 
4 -t^»^7!/-;i/ 

5 - (4 -% y^v^y^J (b) ^^>-2->r;i/) -3 1 , 2, 

4-t^i?7 , /-;i/0. 9 8 g£J:tf3JHb*?l!t3. lmllrffl^, 

^M5 tm&oixfomftzft^ mz£ vmmit&mo. 1 2 

X H-NMR (CD3 OD) 8:2. 44 (s, 3 H) , 6. 69 (d, J = 8 
. 3, 1H) , 7. 10 (d. J = 8. 3, 1 H) , 7. 31 (t, J = 8. 3 
, 1 H) , 7. 7 9 ( s , 1 H) 
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[0121] 

m&&&w 5 8 

(S ) _ 5 _ ( 4 j/Vjljflri/^y^ (b) y^y- 2-4 A/) -3-* 

^;i/-i, 2, 4-W^7V-ii/ 

2- (4 Kn*$/'<>V (b) 75>-2->f^) -5-^^;i/-i, 3 
, 4 -^^it>^T!/-;i/3. 3gJ3«fctf (S) -yj5/^;j/u-h3. 7g 

&jav*, jgipf^Mi tmmo^fZM^^n^^.t.iz^ijmm^mi. ig& 

^-NMR (CD 3 C1) 6:2. 51 (s, 3H), 2. 83 (dd, J = 
4. 8, 2. 4. 1H), 2. 96 (t, J=4. 8, 1 H) , 3. 42-3. 
46 (m, 1H) , 4. 11 (dd. J = 1 1. 2, 5. 8. 1 H) , 4. 42 

(dd, J = ll. 2. 2. 9, 1H), 6. 73 (d, J = 8. 3. 1 H) , 
7. 26 (d, J = 8. 3, 1H), 7. 39 (t, J = 8. 3, 1H), 7. 
7 8 (s, 1 H) 

[0 12 2] 
Rtt&J&W 5 9 

4- bFa=^M>'./ (b) ^^-^ 2 

4 h^i/^-^;i/^^ri/^> V (b) 2 -3&;i/stf>Sft7 g 

^;-;i/14 0mllCh^L, MTM^-;i/2. 0 m 1 &j&H*.fclfe, 2B# 

ft 1§r$5 6. 0g£#£ o 

1 H-NMR(CDC1 3 ) :3. 95 ( s, 3H), 6. 82 (d, 1 H, J 
= 4 . 8). 7. 23-7. 38 (m, 2H) , 8. 30 (s, 1H) 

[0 12 3] 

mn&&.m 6 o 

5- (4-bKP^r'M>^ (b) ft7i>-2->f^) -3-^^;i/~l, 

2, 4 -^-^rif^y yr-;i/ 

4-HKD^i/^>i/ (b) 3-*7*y- 2 -AJ^>i^f^XXf;i/6. 
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OOml&MMb, €^a5->>-^ (4 A) tf)#&T*iHb^ h U # 
Al. 6gfeitf7th75Ft^^A3. Og&DO^., 3 0#Hflna&jSlftbfc 

«ffiT«SSCS:S*^fc. '- A ?h7t Fn77>35ml > 6N JM 2 0 m 
l£#D;L> 5 0-CICT3 O^ISIfllfPLfc. &j£tt&#lC&tf »BftX^/l/Tttffib 

mit^mz. 4 g 

!h-NMR (CDC1 3 ) :2. 5 0 (s, 3H), 5. 70 (bs, 1 H) 
, 6. 78 (d, 1H, J = 7. 6), 7. 34 (t, 1H, J = 7. 8), 7 
. 47 (d, 1H, J = 8. 3). 8. 33 (s, 1 H) 

[0 12 4] 
mft&f&W 6 1 

(S) -5 - (4-*fV*/Vfr**i/'<>> s J (b) 2->f^/) -3 

gjsf^^M 1 n mmcD^miz. & y u 

L H-NMR (CDCI3) : 2. 48 (s, 3 H) , 2. 83 (dd, 1 H, 
J = 2. 4, 4. 9), 2. 98 (t, lH, J = 4. 4), 3. 42-3. 4 
8 (m, 1H), 4. 14 (dd. 1H, J = 5. 9, 11.-3), 4. 41 ( 
dd, 1H, J = 3. 0, 10. 8), 6. 80 (d. 1H, J = 7. 8), 7 
40 (t. 1H. J = 7. 8), 7. 48 (d, 1 H, J = 8. 3), 8. 3 

5 (s, 1 H) 

[0 12 5] 

mm&f&m 6 2 

1 - (4 h3r (b) y^y-2-^()V) 7*y-l. 3 
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2 -y-fe^l/- 4 b^is^y^S (b) ^^7jc>2. 4 g£Bt^X^;i/5 
Omlicijj?L, zfc^TTK^'fl:^ b U 1 . 5g5:Mfc 0 1 O^gjStl 

tu^btf^yj - {^^y/mm.^^) xmm-t^^txmmit^mo. 
7 g *nt=. 0 

1 H-NMR (CDC1 3 ) : 2. 21 (s, 3H) , 3. 9 6 (s, 3H) , 
6. 25 (s, 1H) , 6. 68 (d, 1H, J = 7. 8), 6. 68 (d, 1 

H, J = 7. 6), 7. 15 (d, 1H, J = 7. 8), 7. 33 (t, 1 H, 
J = 7. 8), 7. 56 (s, 1H) 

[0 12 6] 

mw&&M 6 3 

(S) -3- {4 - W i/VJV^-^ri/^<y"J (b) 7^y~ 2-4 J\s) -1, 5 

1 - (4 h^ri/K>y (b) 77>-2->f;i/) 7~*y- 1 , 3 

I. Og&^^y-iUOmltCt^b, K9S?> 0. 3 g&M 

tf^y (^vy/mby) »e>*ifciiirtKftic&'ffc;*^i'> 

3 OmUM. -4 0°CIC#£PU il m 1 $:iTlfc. BLRtikT 

tiffiTM&^tSi illCj: »J, 3- (b) 7^ 

fc D Zftt (S) -^U 5/1/- h 0. 75g$:fflV\ Iff^f 1 H m 

1 H-NMR(CDC1 3 ) :2. 33 (s, 3H), 2. 82 (dd, 1 H, 
J = 2. 8, 4. 8), 2. 94 (t, 1 H, J=4. 4), 3. 86 (s, 3 
H) , 4. 13 (dd, 1 H, J = 5. 4, 11. 2), 4. 36 (dd, 1H 
, J = 3. 4, 11. 2), 6. 40 (s, 1H), 6. 65 (d, 1 H, J = 
6. 3), 7. 06 (s, 1H) , 7. 08-7. 12 (m, 2 H) 
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[0 12 7] 
mft&l&M 6 4 . 

7 h^-jy^y^ (b) y^y-2 -Jj)itf>m 
T-fe h y 3 0 0 m 1 eft, o-A-'J>7 0g, ^n^Sixf 0 g, gggft 

IfcLfc, *££&4&»ffe« ^^fM;i/A75 K5 0 0ml»U 1, 8-5? 

rififS/^n (5, 4, o) vy?- iMy (dbu) 50mi *aaxx no 
m.mt&tyao^fr^^'rhik*. 5 6 g#fe 0 r<z>*gH2 5 g&x#y-;i,5 o 

ml JCfc^U imiitil W I±*mm (2 2 g/1 O Oml) £#n;L, 4 O^T* 

mi 5 g *mt=.o m& 2 1 2 - 2 1 4 °c 

[0 12 8] 

mtt&j&m 6 5 

2- ( 7 -fc KD^rS/'O!/ (b) 7^>-2->T;V) - 5 -^^^^-^ri^y- 

2k 

7 h^fS/'OX (b) y^y- 2 - 6 . Og5:^nD*M3 

omiic£a*u j;^f;i/$ji/A7 ^ K 1 m i £#nx.£<, m.it^^r— ;v4 . om 
1 5 OTCtcT2^ISI}»5»«ffbfe. «ffiTjR/S*«GS:W*U 

T^>1. 6 5g, hUlf^7?>12mU^Lfcfh7tKn75>Sf 

»4 Oml JCfcj^U IfBftzMR (I I) 0. 5 g £#n*T 2B#53it^L£ 0 M 

5g#«b*lfco i©*g||S:Jfi^^^l/>3 Oml JC»fi¥U -2 0T}&C 
TfcSPUfc. JE^fbsfc^SRO. 8 m 1 JiTb 0X3? 1 t$|8l#i*P Lfc. 
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1 H-NMR (DMSO-d 6 ) :2. 42 (s, 3H), 6. 92-6. 95 
(m, 2H) , 7. 01-7. 13 (m, 1H) , 7. 18-7. 35 (m, 1 
H) , 7. 6 3 (d, 1H, J = 2. 8) 
[0129] 

mn&mm 6 e 

5- (7 h3r>>/<>y (b) 2 ->f;i/) - 3 -^^JV4 

2k 

*#y-;i/i oomi ic#?frT, Iffflh&ifibi&itnr—A/ 1 0ml &iTl 
fe„ ffiv^ 7 h^r>>/<>^/ (b) y^yz -ij)^ymi o g &flna.T, l 

£tcj:»j, 7 h^r*//<>^/ (b) 2 1 i 
. 2g£#£ 0 £©fe©&ra$3i£r&©£/£K:J8v^ 0 7ir h 4 . 8 

g5:fb7t: KD75> 10 0ml tC?£j§?U - 5 °C T*mW Ltitifi zT^JV U =f- 
(1. 6M/\=5f-9->?^) 8 0mUiTL/fc. ^©tfeilK^T? 1 ISMM*? 
7 h3f>>^>V (b) *7^>- 2 -*;i/3K>^^^;i/o:>(.^;i/ 1 1 

. 2 g©fh7t Kn77>»K(5 Oml ssa-e2 oi$isifli#Lfc. a 

Bl28g?:fh7tFD77>l 20ml -7*3 Oml ic^fi? U fc&tt&HS! U 

X H-NMR (CDC 1 3 ) 8: 2. 38 (s, 3H), 4. 04 (s, 3H 
), 6. 57 (s, 1H) , 6. 88 (d, J = 7. 8, 1H), 7. 22 (m 
, 3 H) 

[0 13 0] 

mw&f&m 6 7 

4- (4-^ h^pS/^>y (b) 7^>-2->f^) -2-^W7';-;i/ 
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( 4 _^ (b) y^y - 2-4)1) -a -y"u^^^)V^r hy 2 

7 g©l3i;-;i/^|[5i3 OmliCf ^"7i2^^ FO. 7 5 g 6 R$ffift!& 

1 H-NMR (DM SO - dg)5: 2. 72 (s, 3H), 3. 91 (s, 
3H), 6. 81 (d. J = 7. 3, 1H), 7. 13 (s, 1H), 7. 21 

(d, J = 7. 3, 1H), 7. 27 (t, J=7. 3, 1 H) , 7. 90 (s 
, 1 H) 

[0131] 
Rft&l&W 6 8 

2- (2' -fcFP»^f-'M) -5-*^/l/-l, 3, 4 -*-3ffrS?7!/- 

2k 

g, cd i 3. i gSruatcia^tft^ufe. hsihsl r-tz^/i/t: K9*>ki. 4 

g £2jDx3gfC3B#f!9Jf?#U Sli5»?RS:>!Ktc»W»»x^^/Tfttm'rSii:tcJ: 
»J$lMKfc£3. 5gfeftfe. r©i«»ltS:^Dnxit>3 0 0mllC*»U 
, h U ^x^;i/^^7-f > 5 g, b'JiW^>3. 3mlS:M, MTD 
EAD8. 3g&fln*.fc. ilt2Wffbtt, U «7i>7KMt£#D;t 

2g*mfea iOM*RS:*20inl, Jftlfc 2 0 m 1 tf»^ 2 ^|SIiD*R»t^b, 

1 H-NMR (CDC 1 3 ) :2. 58 ( s, 3H), 6. 45 (bs, 1H) 

, 6. 90 (t, J = 7. 8, 1H), 6. 98 (d, J = 7. 5, 1H) , 7 

. 19 (d, J = 7. 5, 1H), 7. 40 (J = 8. 0, 1 H) , 7. 42 ( 

d, J=15. 8, 1H), 7. 68 (d, J = 15. 8, 1 H) 

[0 13 2] 
Ifi^W 6 9 
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2- (2' -bKP^^^f'Jji/) *<y\r*y\r-n, 

tUf^ftK6. Igi:2-^f;i/f7!/-;b7. 5 g '^21 
&Bftl. 5 m 1 SraSiDL/ 1 0 0°CiCT 9 B#IS;8n3&iJi#Lfc. U 

2. 5g«tfilg|i:LT#L 3 5 - 2 3 6 °C 

mn&f&m V 0 

5- (2' -bKn^^f'J^ -3-^^;i/-i, 2, a— vyy— 
2k 

7th7^ Kt^i/A7. 5g, ^ b^n^- (4 A) lOg, 2K3frflS 

th';9A5g&fh?t FP77>2 0 0ml Kfl&*;flt!ll&iS8fc3 i± tz. a Z.(Dfc 
2 h^rJ/^^^/*^rS/2/>^AIKx^^/X^-f-;i/ 1 2 g &iTb2 

fclfcLfc. itl(Cfb7tKn77>10ml t6N©Si2 0ml?:M, 5 

IC «fc »J 3lflHfc-£«> 6 . OgSa^ltft. 8 4 - 1 8 6TC 

[0 13 3] 
Ifi^W 7 1 

(s) -4-yj->^';i/t^'>^>y (b) y^y- 2 ->f;i^^;i/>7- h > 

*aR-ffc^h 'J 2 2 gCDDMFW4 0mllC4-llKD*M>!/ 

(b) V^y- 2 -^JU^^A/^r hy 0. 8 0g©DMFiil0ml 

»T0, £ffiT3 o#iast#Lfc. r©£t£S»c*#T> (s) -yy*/s?;i/7 

5/1/- hi. 4gCDDMFMl0ml^iTU SJStSSStS: 

1 H-NMR (CDC 1 3 ) : 2. 60 (s. 3H), 2. 82 (dd, J=4. 
9, 5, 1H), 2. 97 (t, J=4. 4, 1H) , 3. 4 3 - 3. 4 6 (m 
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, 1H) , 4. 09 (dd, J = 10. 8, 5. 9. 1 H) , 4. 42 (dd, 
J = 10. 8, 3. 0, 1H) , 6. 69 (d. J = 7. 8, 1 H) , 7. 20 

(d, J = 8. 3, 1H) , 7. 39 (t, J = 8. 3, 1H) , 7. 65 (s 
. 1 H) 

[0 13 4] 

mft&f&M v 2 

(S) -4 -yu */*JJiHr*rt/- 3 (b) 79 > - 2 ->f ^ 

zKJRffc-J- h'J9Al. 4 g®DMFiil6 0 ml - t Kn^rS/- 3 

(b) -7^y~ 2 -^f;i/^^;i/>T h > 6. 1 gODMFM3 0ml 
S:MTiTb, ^UV3 OfrmMWhtc ;r <Z>MfS*c*#T, (S) -^U 
i/^Wi/l/-h9. lgfflDMFM3 0ml?:iTl< -BtrISiKf£Lfc. iE 

1 H-NMR(CDC1 3 ) :2. 59 (s, 3 H) , 2. 79 (s, 3 H) , 
2. 83 (dd, J=4. 9, 2. 3, 1H) , 2. 96 (t, J = 4. 3, 1H 
), 3. 4 3 -3. 4 5 (m, 1H) , 4. 08 (dd, J = ll. 2, 5. 4 
„ 1 H) , 4. 37 (dd, J = ll. 2, 3. 0, 1H) , 6. 62 ( cU J 
= 7. 8, 1H), 7. 11 (d, J = 8. 3, 1H), 7. 34 (t, J = 8 
. 3, 1 H) 

mw&mm 7 3 

N ' - (4 h^p->^>^/ (b) ->( zfn \fyt J n 

(4 h^S//<>V (b) 7^y- 2 -4 jlJjfytf-JV) fcF7^K8. 5 
g©THF2 0 0 m l^MfCM^^n tf^T>®E8. 1 g SrJn*., ^MfCT 1 B#W£t 
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! H-NMR (DMSO-d 6 ) 8:1. 05 (t, J = 7. 8, 3 H) , 2. 
19 (q, J = 7. 8, 2H) , 3. 93 (s. 3H), 6. 86 (d, J = 7 
. 8, 1H) , 7. 25 (d, J = 8. 3, 1 H) , 7. 41 (t, J = 8. 3 
, 1H), 7. 62 (s, 1H), 9. 89 (s, 1H), 10. 46 (s. 1 
H) 

mm&j&m 7 4 

2 - (4 - * b^rZ/KyV (b) 7^> - 2-^)1) - 5 - 1,3,4 
**S/tSfl;U>6 0mn:l^i7 3t?#^N' - (4 

(b) 77>-2--f;i/A;i//K-;i/) ^nkrt;tK5i?K8. 3 g fcin;*., 9 

^-NMR (CDC 1 3 ) 8:1. 46 (t, J = 7. 8, 3 H) , 2. 99 
(q, J = 7. 8, 2H) , 3. 97 (s, 3H) , 6. 72 (d, J = 7. 8 
, 1H), 7. 22 (d, J = 8. 3, 1 H) , 7. 36 (t, J = 8. 3, 1 
H) , 7. 5 7 ( s, 1 H) 

mw&i&m 7 5 

2 - (4 - m. Fu^-i/^yV (b) -7^>-2->r;b) - 5 - 1 , 3 , 

4 -*-3r-fr*?r»,/-;i/ 

Hm£7*#![7 4 T*#fc2 - (4 b^ri//<>y (b) 75>-2->f^) - 
5-Xf;i/-l, 3, 4 -^-^-tf ^T^/-;i/4. 5g0»f l/>M6 0m 
1 ICHJUfl;*** 1 1 . 8ml SriO^.^tatCT 2^IBI^Lfeo SJStt&SMcJC 

a^i H£ra£#a>tk ^nn^A-^^;-;i/il^I (2 : 1) jcxsmL 

1 H-NMR ( DMSO-d 6 ) 8 : 1. 33 (t, J = 7. 8, 3 H) , 2. 
96 (q, J = 7. 8, 2H) , 6. 71 (d, J = 8. 3, 1 H) , 7. 16 
(d, J = 8. 8. 1H), 7. 29 (t, J = 8. 3, 1H) , 7. 69 (s 
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, 1H) , 10. 37 (s, 1H) 
Rft&fttM 7 6 

(S) -2- (4 -try i/V^^-yKy-j (b) y^y-2-4JV) - 5 -x 
m-i, 3, 4-m^7';-;i/ 
IM^M7 5t*#fc2- (4 -t Kn^>>/<>y (b) y=yy- 2 ->f 

-5-i^;i/-l, 3, 4 -^-^rit^Ty-;i/3. 1 g, (S) -^y$/S/VW 

JS»f££tf3rfcK:j:»J3lffitf^&3. 8 g^ffe^i:LT#fc„ 

^H-NMR (CDCI3) 8:1. 47 (t, J = 7. 8, 3 H) , 2. 83 
(dd, J = 3. 9, 2. 4, 1H), 2. 96 (t, J = 3. 9, 1 H) , 2. 

99 (q, J = 7. 8, 2H) , 3. 4 2 - 3. 4 8 (m. 1 H) , 4. 11 
(dd, J = ll. 3, 5. 9. 1H), 4. 42 (dd % J = 1 1. 3, 3. 0, 

1 H) , 6. 7 2 (d, J = 8. 3, 1H), 7. 2 5 (d % J = 8. 3, 1 H) 

, 7. 32 (t. J = 8. 3, 1H) , 7. 61 (s, 1 H) 

mw&mm i 7 

5 - (4 Y^yKy-J (b) y^y - 2-4JI) - 3 - 

T-feh>^dp^A5. 0g©THFMl 6 0mlCMT, n-^>;i/U^ 
?A (1. 6W\*-V-ymm) &15^T'iTU l^Effll^Lfc. d*lfC4 
h^PS/'O!/ (b) y^y- 2 -*^/5jf>» ^MXTib6. 7g©TH 
Fgi6 0ml5:iTb , Affile T 2 B&H«#L&. SiSi&Micaf, Z*l 
JCJR*K&4 m 1 *&M%£<m%., 3^(C2 0Mffbfc. ^^i^hU^A 

*H — NM R (CDC1 3 ) 8:2. 38 (s, 3H), 3. 96 (s, 3 H) 
, 6. 46 (s, 1H), 6. 69 (d, J = 7. 8, 1H) , 7. 15 ( d , 
J = 8. 3, 1 H) , 7. 29 (t, J = 8. 3, 1H), 7. 32 (s, 1H 
) 
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5 - (4-nFn^'>^>'-/ (b) )V) -2>-*^-)\,4V**y s J 

5 _ (4 h*S/*>!/ (b) -7^y-2-4Jl) ~ 

%-NMR (DMSO-d 6 ) 6:2. 30 (s. 3H) , 6. 68 (d, J 
= 7. 8, 1 H) , 6. 85 (s. 1H), 7. 10 (d, J = 8. 3, 1 H) 
, 7. 22 (t, J = 8. 3, 1H), 7. 49 (s, 1 H) 

mn&f&m 7 9 

(S) -5 - (4-y'JS/^t»^>l/ (b) 7^>-2 — -3-^ 

5- (4-tKa^i/^>!/ (b) y^y- 2 --f;i/) -3-^fMV*t 

y-;i/2. 6g, (S) -^UJ/^;J/^-S3. 1 g J3«fctfjKBft#y 

. OgSfflK If^Ml i:IH#CDM^?:^e)^il(Cj:y^®^^2. 

8 g &S£|g©fcbT#fco 

*H — NMR (CDC1 3 ) 8:2. 82 (dd, J=4. 9, 2. 4, 1H), 
2. 96 (t, J=4. 9, 1H), 3. 4 3 -3. 4 6 (m, 1H), 4. 
11 (dd % J=ll. 2, 5. 4. 1H), 4. 39 (dd, J = ll. 2, 3. 
0, 1H), 6. 49 (s, 1H), 6. 70 (d, J = 8. 3, 1 H) , 7. 
17 (d, J = 8. 3, 1H), 7. 28 (t, J = 8. 3, 1H), 7. 36 
(s, 1H) 

8 o 

2 - (4-* h**y<>V* (b) 7 ^y- 2-4)1) - 5 1 , 3, 4 



N »_ (4 (b) ~7^y- 2 -4 )l^*Jl)Vtf— )V) y-fe h 
tK5s;Kl. 1 h)i^y&WL 5 0 m 1 IZ* # 1/ 1 . OmlfcfltJ 
X.8 0°CICT3 0^ra^#b^ o SlS«tS:«K«»Lfc«. ^ifc&Bteft^^fc 



8 3 



ffiIE#2 001-3106274 



#5p 1 1 — 277384 



X H-NMR (CDC lg ) 5:2. 85 (s, 3H) , 3. 97 (s. 3H) 
, 6. 70 (dU J = 7. 8, 1H), 7. 18 (d, J = 8. 3, 1H). 7 
. 32 (t, J = 8. 3, 1H), 7. 57 (s, 1 H) 

mn&mw 8 1 

2- (4-HKP^^>!/ (b) 2 ->f /b) - 5 1 , 3, 

4 - f-yvrv-jb 

2 _ (4 h^rS/'OV'' (b) 77>-2->f;i/) - 5 - 1 , 3, 

5 fcp?Iflto£j£iftfe&*T3 ^iltCj: U^ffl^^O. 8 9 g &8S&3t£*Sffifc bT 

1 H-NMR (DMSO-dg) 8:2. 80 (s, 3 H) , 6. 70 (d, J 
= 7. 3, 1H), 7. 13 (d, J = 8. 3, 1H), 7. 25 (t, J = 8 
. 3, 1H), 7. 67 (s, 1H) 

mn&f&w s 2 

( S ) - 2 - (4 -yu s/s;;i/;*-3ps/'<>v' (b) 7^>-2-^r;v) -5-* 
^;i/-i, 3, A-^-yyy^J-)^ 

2 - (4-tKn^fi/^>y (b) 77>-2--f;i/) -5-;*^/l/-l, 3 

t 4 _^ r ^ rv r_ ;1/1 . ig, (s) -yiJi/^Wi/b-M. ^gSitJ 5 

^H-NMR (CDC1 3 ) 6:2. 82 (dd, J = 4. 9, 3. 0, 1H), 
2. 96 (t, J=4. 9, 1 H) , 3. 4 2 -3. 4 6 (m, 1 H) , 4. 
1 3 (dd, J = 10. 8, 5. 9. 1H), 4. 40 (dd, J = 1 0 . 8 , 3 . 
0, 1H), 6. 71 (d, J = 7. 8, 1H), 7. 20 (d, J = 8. 3, 
1H), 7. 31 (t, J = 8. 3, 1H), 7. 61 (s, 1 H) 

mm&mm s 3 

N-^D;^^-4-^ h^rS/'O V (b) 2 -7^;i/^^r-»^ K 

4 tsdfS//<>y (b) 77>-2-AJl/#>|4 4. 0 g 



ffi!iE4# 2001-3106274 



i 1 — 277384 



7^ y 1 2 g 5:i;^f;i/-j-Wl/A7^ K2 0 0 m 1 £i8A¥U £*WCWS C4 8. 

O g> l-hKn^i/^>yhU7!/-;i/Mt (HOBt) 4 3. Og 

h ijxf;i/7^> 5 0ml f$RgS!?# b BLi&m-&fr*lc&.<g 

(CDC1 3 ) 8: 3. 32 (s, 1H), 3. 92 (s, 3H 
), 4. 06 (nu 2H), 6. 65 (d, J = 7. 8, 1 H) , 7. 18 (d 
. J = 7. 8, 1H), 7. 26 (t. J = 7. 8. 1 H) , 7. 36 (s, 1 
H) „ 8. 8 6 (m, 1 H) 

mW&J&m 8 4 

2- (4-^^M>yy (b) y^y-2-4)V) - 5 - ^^jv^^-v-^J-jv 

mw&f&ms 3-e#^, N-yn;v^;i/-4-^h^i/^>y (b) 

-2-A^/Jj?^5 K4 5. 0g©Si^i2 0 0mliC, »|gM7. 0 g & 

ana., 3B#imMM^b£ 0 sa«&3*EEJBiliu *&fli;USifc:fty tf-k 

15. 0 g LT#k„ 

1 H-NMR (CDC1 3 ) 5: 2. 42 (s. 3H) , 3. 96 (s, 3H 
) % 6. 7 0 (d, J = 7. 8, 1H) , 6. 90 (s, 1 H) , 7. 20 (d 
% J = 7. 8, 1H), 7. 29 (t, J = 7. 8, 1 H) , 7. 38 (s, 1 
H) 

gm&f&m 8 5 

2- (4-HFn^rM>!/ (b) 7^>-2->f;i/) - 5 ^;i/;fr3r 

2k 

-;i/-2--f;i/)^>^/(b) 75>i5. 0gc7)^^nn^^ 1 0 0 m 



ffifiE4f 2 001-3106274 



1 1—277384 



i n-hc i &jtm*T-fi£si#Lfco mmmzm%imM7km± h u y&ykmm 

ftll. 0 g £#£ 0 

1 H-NMR (DMSO-d 6 ) 6: 2. 41 (s, 3 H) , 6. 68 (d, J 
= 7. 8. 1H) , 7. 04 (s, 1 H) , 7. 10 (d, J = 7. 8, 1 H) 
, 7. 21 (t. J = 7. 8. 1H) , 7. 45 (s, 1 H) , 10. 17 (b 
s, 1 H) 

mw&&MT*mbti2>fc&y!)<bM^iZ4k3 1-^3 5©ium. 

[0 13 5] 



ffi$E#2 001-3106274 



#5£ 1 1—277384 



Ut 3 1 ] 




[0 13 6] 



2001-3106274 




miiE#2 001-3106274 



1 1 — 277384 



[0 13 7] 
[ft 3 3 ] 




[0 13 8] 



ffifiEff 2001-3106274 



1 1 — 277384 



[ft 3 4 ] 



54 




[0139] 






ffi§E#2 001-3106274 



1 1 — 277384 



lit 3 5 ] 




[0 14 0] 

(S) -1- (4- 3 - (4- (^7* 1/ > - 2 - >f ;V) fcf 

/^y^;) ^Dtf;i/t^r'» (b) y^y- 2 ->r;i/^;i/^— fc°a U 



ffifl#2 001-3106274 



#5}2 i 1—277384 



y 

[0141] 
[it 3 6] 




[0 14 2] 

mn&f&mix*m*>tit=. cs> -i- (4-^'j>>^m^^^>^ (b) y 

4 - i-rv & vy- 2->r n°^U£?>o. 8 5 g 5:ii, 8 itiigini&MSfs 

%-NMR (CDC lg ) 8:1. 81-2. 20 (m, 8 H) , 2. 22 ( 
t, J = ll. 7, 1H), 2. 9 6- 2. 5 6 (m, 1 H) , 2. 62-2. 
79 (m. 3 H) , 3. 03 ( d , J=10. 8, 1 H) , 3. 22 (d, J = 
10. 8, 1H) , 4. 10-4. 28 (m, 3H), 6. 73 (d, J = 8. 
3, 1H) , 7. 16 (d, J = 8. 3, 1H), 7. 33 (t, J = 8. 3, 
1H), 7. 35-7. 50 (m, 3H) , 7. 51-7. 55 (m, 1 H) 7 
. 67 (s, 1H), 7. 81 (d. J = 8. 8, 3 H) 
H»J2 

(S) -4- (4- (2-fc KP3rS/~ 3 ~ (4- (i-y Z U>- 2 ->f^/) fcf 

^US/V) y°u¥)i?t-3cZ/) ^y s J (b) y^y- 2 ->f ^e;!/^ 



ffif£#2 001-3106274 



1 1-277384 



[0 14 3] 
[ft 3 7 ] 




[0144] 

IMM2t'#fc (s) -4- a-wi/V****/*?/*/ (b) y^y 

_ 2 ->f;v) *e/l/jfcU>l. 3 g # J -;i/4 0 m 1 &C?§j§¥U 4- 

tf/^U^>0. 9 1gm 8^ra^5S^b^o &JS»* 

1 H-NMR(CDC1 3 ) 8:1. 86-1. 99 (m, 4H), 2. 21 ( 
t, J = ll. 7, 1H), 2. 53 (t, J = ll. 2, 1H), 2. 59- 
2. 74 (nu 3H), 3. 03 (d, J = 10. 8, 1 H) , 3. 22 (d, 
J = 10. 8, 1H), 3. 7 0 -4. 0 3 (m, 8H) , 4. 10-4. 27 

(m, 3H), 6. 73 (d, J = 8. 3, 1H), 7. 15 (d, J = 8. 3 
, 1H), 7. 33 (t, J = 8. 3. 1H), 7. 37-7. 41 (m, 3H 
), 7. 49 (s, 1H) 7. 67 (s, 1 H) , 7. 81 (d, J = 8. 8, 
3 H) 

(s) _ 4 - (2-bFP^-3 - (4- (t7»UV -2->f^ b^US? 
[0 14 5] 



ffi$E# 2001-3106274 



#5p i 1 — 277384 



Ut 3 8 ] 




[0 14 6] 

mm&f&mi zvmfc (s> - a- (z-kkd^j/-3 - (4 - u 

>-2->r;i/) hf^u^V) ^ntVi/^-^i/) K>y* (b) y^y- 2 

ymo. 12g0DMFMl3mU:^f;i/7^ISitO. 18g, h'JX 

1 H-NMR (CDCI3) 8:1. 84-1. 97 (m, 4H) 2. 20 (t 
, J = ll. 7, 1 H) , 2. 4 5 - 2. 5 5 (m, 1H) , 2. 59-2. 7 
9 (m, 3H) , 2. 9 9 - 3. 0 6 (m, 1H) , 3. 03 ( d . J = 5. 3 
, 3H), 3. 20 (d, J = 9. 7, 1 H) , 4. 11-4. 20 (nu 3H 
), 6. 60 (br, 1H), 6. 70 (d, J = 8. 3, 1H), 7. 08 ( 
d, J = 8. 3, 1H) , 7. 31 (t, J = 8. 3, 1 H) , 7. 35-7. 
41 (m, 3H) , 7. 59 (s, 1 H) 7. 65 (s, 1 H) , 7. 78 (d 
, J = 8. 8, 3 H) 

(s) -4 - (2-nKn»S/-3- (4 - 

J) y°U\£)\, -N, N-^^^;i/K>!/ (b) 7 ^ > - 2 - # 71/ iff ^» 



&SE# 2001-3106274 



11 — 277384 



[0 14 7] 
[ft3 9] 




[0 14 8] 

CT^J12t#t (S) -4 - (2-fcKB3fS/-3 - (4 - (^:7#p 

>-2->r;i/) i^^Ui/V) ^y^J (b) 2 

>^0. 8g, V*?-;iT^ yi&mi&Q. 1 5 g, hyxf^T^^O. 4 9m 
1 &&Z$isT J U >|ft2?X^;i/0. 3 3ml &HS6M3 £R«i©iRjSiRfts&fTo 

1 H-NMR(CDC1 3 ) 8:1. 84-2. 00 (m. 4 H) , 2. 22 ( 
t, J = ll. 0. 1H) , 2. 4 9 - 2. 5 5 (m, 1 H) , 2. 65-2. 
77 (m, 3H) , 3. 03 (brd, J=10. 7, 1 H) , 3. 16 (br 
s, 3H) , 3. 22 (brd, J = 1 0. 7, 1H) , 3. 36 (brs, 3 
H) , 4. 14-4. 24 (nu 3 H) , 6. 72 (d, J = 8. 3, 1 H) , 

7. 16 (d, J = 8. 3, 1 H) , 7. 31 (t, J = 8. 3, 1 H) . 7. 
3 9 - 7. 4 8 (m, 3H), 7. 67 (s, 1 H) , 7. 80 (d, J = 8. 

8, 3 H) 

mmm 5 

(S) -4- (2-bKn^S/-3- (4- (f7jtb>-2-^fjl/) tf^US? 
J) -fUlffl/***/) -N, N-S?XfM>!/ (b) y^y- 2 



ffi!iE4# 2001-3106274 



1 1 — 277384 



^ h 
[0 14 9] 
[ft 4 0] 




[0 15 0] 

mn&f&Mi 2tffc (S) -4- (2-HKn=3pi/-3 - (4- (^:7#i/ 

>-2--r;i/) t^uy;) -Juan/***/) Ky-J (b) 7^>-2-^;b^ 

>^0. 8g, i/xf ;i/7^>0. 2 4 m 1 &£Z$i/7 J V >ii/Xf;i/0. 5 
m 1 *m^mffiM3 £.m&<DRj&§kftt:ff^t=.t.Z.*>mmit&%0. 6 1g^ 

* H — NM R (CDC 1 3 ) 8:1. 19-1. 40 (m, 6H), 1. 82- 

2. 00 (m, 4 H) , 2. 22 (t , J = 1 2. 2, 1H), 2. 4 9-2. 
5 5 (m, 1H) , 2. 6 4 - 2. 7 6 (m, 3H) , 3. 04 f (brd, J = 
11. 3, 1H) , 3. 21 (brd, J = ll. 3, 1H) , 3. 43-3. 
70 (m, 4H), 4. 12-4. 24 (m, 3 H) , 6. 72 (d, J = 8. 

3, 1H) , 7. 14 (d, J = 8. 3, 1H) , 7. 30 (t, J = 8. 3, 

1 H) , 7. 38-7. 48 (m, 3H) , 7. 67 ( s , 1H) , 7. 80 ( 

d, J = 8. 3, 3 H) 

^»J6 

(S) -4 - (2-HFP3r^-3 - (4 - (-^7 jr l/> - 2 - >f fcf/*US? 



ffilE^F 2001-3106274 



/jfjqZ. i 1 — 277384 



[0151] 

[fb4i] 



\ 




[0 15 2] 

mn^mmi z-ent- cs> -4- (2-tFn*i/-3 - (4 - 

yWio. 8 g, n, o-v**n/K Kn^s/TWi/T ^ >&Sftifto. 24g, hu 

^H-NMR (CDClg) 8:1. 86-1. 99 (m, 4H), 2. 22 ( 
t, J = 10. 2, 1H), 2. 4 9 - 2. 5 3 (m, 1H), 2. 63-2. 
74 (m, 3H), 3. 04 (brd, 11. 7, 1H), 3. 22 (brd, 
11. 7, 1H), 3. 42 (s, 3H), 3. 92 (s, 3H) 4. 14-4 
. 2 7 (m, 3H), 6. 72 (d, J = 7. 8, 1H), 7. 23 (d, J = 
7. 8, 1H), 7. 3 4 (t, J = 7. 8, J = 1H), 7. 38-7. 48 

(m, 3H) , 7. 6 3 (s, 1 H) , 7. 6 7 (s, 1H), 7. 7 9-7. 
8 2 (m, 3 H) 

(S) -4- (8- (2-HFP»S/- (3- (4-^7j?l/>-2->f^/) 



ffi!If#2 001-3106274 



4f 5p i 1 — 277384 



[0 15 3] 
[ft 4 2 ] 




[0154] 

6 (S) -4- (8-^'JJ/^^5/-2H-^n^>- 

3-^) ^;i/^U>3. 1 g£J:tf4- * 1/ > - 2 - >f JV) tTXU^> 

! H-NMR (CDC 1 3 ) 8:1. 8 6 - 1. 9 9 (m, 4 H) , 2. 21 ( 
t, J = ll. 7, 1H), 2. 4 9 - 2. 5 6 (nu 1H), 2. 63-2. 
74 (nu 3H), 3. 03 ( d , J = H. 7, 1H), 3. 22 (d, J = 
11. 7, 1H), 3. 42 (s, 3H), 3. 84 (s, 3 H) , 4. 14- 
4. 27 (nu 3H) , 6. 72 (d, J = 8. 3, 1 H) , 7. 23 (d, J 
= 8. 3, 1H), 7. 43 (d, J = 8. 3, 1H), 7. 4 4 - 7. 4 8 ( 
nu 2H), 7. 63 (s, 1 H) , 7. 68 (s, 1H) 7. 78-7. 82 

(m, 3 H) 

(S) -4- (8- (3- (4-f 7j?l/>-2->f;i/) \* 

9 8 miiE# 2001-3106274 



1 1 — 277384 

[0155] 
Hb4 3] 




[0 15 6] 

. 6 3 g SriH^a-ei B£raSi#Lfc 0 Sf5I§:4X:i:U (S) -4- (8- 

(2-tKn**/- (3- (4 —r-7 9 vy- 2 --r;b) bf^u^V) zfu\±)\, 

;*3f^) -2H--?n^>-3->f;WM-^) ^E;i/^U>2. 5 g CD T H F 
5 0mlM5:lTlfe o 3 0^I#btt, ^tKT H F Sin*. Ml? 3 & K 

LXmt=. 0 Bftj& 164-166 °c 

(S) -8- (2-fcKP3fS/- (3- (4 2 ->f;i/) fcT^US? 
y) ^ntf/l/^-^rS/) -N, N-^^^;i/- 2 >- 3 -#/l/df3r»5 

J£ 

[0 15 7] 



fflSE4# 2001-3106274 



4#¥ 1 1 — 277384 



[ft 4 4] 




[0158] 

mn&f&ffl8X*mt=. (S) -8-^U$/S?^t*J/-N, N-^fA-2H 
-9 U*y- 3-%)ltf3r-V-$ K3. 2g^<fc0!4 - 7 # u > - 2 - >f 
t^U^l. 5g5:ffit\ ^IJfcMl i:H»©SJS»f^Sff^ wt(CJ:y^jSft 

%-NMR (CDC lg ) 8:1. 8 6 - 1. 96 (m, 4H) 2. 19 (t 
, J = ll. 7, 1H) , 2. 4 3 - 2. 5 5 (m, 1 H) > 2. 59-2. 8 
9 (m, 3H) , 2. 96 (s, 3H) , 2. 97 (s, 3H) , 2. 90-3 
. 32 (m, 2H) , 4. 07-4. 32 (m, 3H) , 6. 61 (s, 1H) 
, 6. 73 (d, J = 8. 3, 1H) , 6. 86 (t, J = 8. 3, 1H) , 6 
. 93 (d, J = 8. 3. 1H) , 7. 3 5 - 7. 4 7 (m, 3H) , 7. 66 

(s, 1H) , 7. 7 8 - 7. 8 0 (m, 3 H) 

mmm 1 o 

(S) - 3-^PD-6 - (2-fcKD^r>>-3- (4 - (?"7»U>-2->f 
if^WJ) ^nm^p^) -N, N-jtZT-Jl^yJ (b) ft7i> 

[0159] 



10 0 



ffi3E# 2001-3106274 



1 1 — 277384 



Mb 4 5] 




[0 16 0] 

s<y^J (b) 2 -#;i/#3f-9-^ K0. 6 g £4 - (±7* Uy-2 

o. 4 g znr=.* 

1 H-NMR (CDC1 3 ) 8:1. 87-1. 96 (m, 3H) , 2. 05- 
2. 22 (m, 1H) , 2. 5 2 - 2. 7 0 (m, 4H), 3. 03-3. 22 

(m, 1 0 H) % 4. 0 8-4. 2 0 (m, 3H) , 7. 13-7. 16 (m, 
1H) , 7. 30 (d, 1H, J = l. 9), 7. 39 (d, 1H, J = 8. 8 
), 7. 43-7. 48 (nu 2H) , 7. 60 ( s, 1H) , 7. 72 (d, 
1H, J = 8. 3), 7. 7 7 - 7. 8 2 (m, 3H, J = 8. 3) 

mmmi 1 

(S) - 3-»OP-6 - (2-HFD^r^-3 - (4- 7 * lx > - 1 - >f 

bf^u^V) -7u\ZJMr**/) -N, N-^'^^;i//<>y (b) ^^x^ 

[0161] 



10 1 



ffi§E4# 2001-3106274 



1 1—277384 



[ffc4 6] 




[0 16 2] 

IMMMi 4 3-^nn-6-^u >>i;;i/t^r i/ - n, N-s?*m> 

*y\t (b) ^^^^i>-2 K0. 6gt4 - (t7*l/>-l 

1 H-NMR (CDClg) 8:1. 81-2. 33 (m, 3H) , 2. 30- 
2. 37 (m, 1H) , 2. 6 2 - 2. 7 0 (m, 4H) , 3. 11-3. 17 

(m, 8H) , 3. 21-3. 25 (m, 1H), 3. 3 5 - 3. 4 4 (m, 1 
H) , 4. 02-4. 15 (m, 2H) , 4. 18-4. 22 (m, 1H) , 7 
. 15 (d, 1 H, J = 6. 8), 7. 30 (s. 1H) , 7. 40-7. 49 

(m, 4 H) , 7. 7 5 - 7. 7 9 (m, 2 H) , 7. 88 (d, 1H, J = 7 
. 8) , 8. 10 (d, 1H, J = 8. 3) 

mmm 1 2 

(S) -1- (4 - (2-EKn3fS/-3 - (4 - (^-7jfl/>-2->f^/) fcf 
^ntf/i/*-^ */) /Qyr (b) f t7x>-2->f;i/^;i/^-;i/) tf 

[0163] 



10 2 



mtE#2 001-3106274 



#32 1 1—277384 



[ft 4 7] 




[0 16 4] 

2-*;i/^r.;i/) tfnu^>4. 0gt4 - 0*-7 * !✓ > - 2 - >f twjs? 

8-90TC 

mmm 13 

(S) -4- (4- (2-HKP^>-3- (4- (t7jt 2 ->f/l/) fcT 

^U^V) -fu a *<y\r (b) 2 -Jjiljjbtf— ;v) ^ 

[0 16 5] 



10 3 



ffi!iE4#2 001-3106274 



iff 5£ 1 1 — 277384 




N Q 



[0 16 6] 

1 8-e#^tlfe (S) -4- (4 -yUS/^**i"<>V (b) 

^^-7 3i>-2--r;i/*;i/^-;i/) ^i^u > 1. 2g^4- (^-7#i/>-2 
->f;i/) bT^u 1. 0 g^f,WJi iiiif^o^^iCct U^®^fb^o. 7 

g£#fc„ i»j&8 2- 8 6°C 

mmm 1 4 

(S) -4- (2-t:Kn»->-3 - (4- (^7* U>-2->f^/ ) bTXUS? 
[0 16 7] 



10 4 



fflSE# 2001-3106274 



#5p 1 1 — 277384 



lit 4 9] 



\ 




[0 16 8] 

y (b) ft7x>-2 ->r;i/^;i/3i<^-!?-^ K 1 . Igil4 - (t7^U>-2 
--r;i/) ^us;>o. 8 g^l^&fcM l i:R«&©#8sK:J: U^S-fb^o. 8 

J H-NMR (CDC 1 3 ) 8:1. 86-1. 99 (m, 4H) , 2. 23 ( 
t, 1H, J = 9. 8), 2. 4 7-2. 5 5 (m, 1 H) , 2. 63-2. 7 
4 (m, 3H), 3. 05 (d, 1 H, J = ll. 2), 3. 23 ( d , 1 H, 
J = ll. 2), 3. 43 (s, 3H) , 3. 83 (s, 3H) , 4. 11-4 
. 15 (m, 1 H) , 4. 2 0-4. 2 7 (m, 2H) , 6. 79 (d, 1 H, 
J = 7. 8), 7. 3 5 - 7. 4 8 (m, 5H) , 7. 68 (s, 1 H) , 7. 
81 (d, 3H, J = 8. 3). 8. 42 (s, 1 H) 

mmm 1 5 

(S) -4- (2-bFn^^-3 - (4- (1-79 uy- 1 ->f fcf^us; 

7) i£>Vyf3ri/) — N , N-^^^;i/^>^7 (b) x, > - 2 - 

[0 16 9] 



10 5 



tfiiiE# 2 001-3106274 



i 1 — 277384 



[ft 5 0 ] 




o. 



/ 



N 



\ 



OH I 




[0 17 0] 

I^Ml 7T'#fc (S) - 4 -ff\) i/V)l/**ci/-N, N-p^^-JlKy 
!/ (b) f^7i>-2-AMdpf' K0. 5 g £4 - (^7* 1 - >f 

tf ^ y v> o . 4 g # bmmm i £ P5fli©£j£8ftftuc «t y mmik&m o . 4 

H»J l 6 

(S) -4- (2 KD^r>>- 3 - (4- ( 6 — ^ h^p'>t7j? — 2 — >f 
tf^U^V) 7u\f)l**r*/) -N, N-^^^;i//<>y ( b ) ^y^y 
- 2 -;ft;i/di3p»S K 
[0 17 1] 
[ft 5 1 ] 




Q 



/ 



o" 



10 6 



ft£E#2 001-3106274 



4$3|£ i 1 — 277384 



[0 17 2] 

mn&j&w n "Zftt- (S) -4 -^U2/S;^*S/-N, N-S?*^;W<> 
!/ (b) ^>T7x>-2-jb;i/iK3f9-^ Fl. 7gi:4 - (6-* 
L/> _ 2 ->f;v) tf/<U^>l. 5 gfrfcHifcfll 1 Hm&KDBLl&iSkttK- «fc U^S 

1 H-NMR(CDC1 3 ) 8:1. 82-2. 00 (m, 3H), 2. 0 7- 
2. 23 (m, 1H), 2. 52-2. 57 (m, 1H), 2. 63-2. 75 

(m, 3H), 3. 0 2- 3. 0 5 (nu 1H), 1. 10-3. 20 (bs, 
6H), 3. 91 (s, 3H), 4. 0 9 -4. 2 3 (m, 3H), 6. 79 ( 
d, 1H, J = 7. 9). 7. 11 (s, 1H), 7. 14 (d, 1 H, J = 2 
5), 7. 3 0 - 7. 3 7 (m, 2H) , 7. 44 (d, 1 H, J = 7. 8) 
, 7. 59 (s, 1H), 7. 69 (s, 1 H) , 7. 70 (s, 1H), 7. 
7 4 (s, 1 H) 

mmm 1 7 

(s) _ 4 - (2-tFP#'>-3 - (4- (^7* 2 tf/^US? 

7) ^pmjp^) -N, N-^'^^;i/^>V (b) f^7x>-2-^ 
K (L) -jggjftaL 
[0 17 3] 
[fb 5 2 ] 




10 7 



m$E#2 001-3106274 



#5£ 11—277384 



[0 17 4] 

mm&f&mi 7-e#t (s) -4-^ji/^v^^i/-N, n-^^^;i/^> 

y (b) 2 -#;i/3tf3ri^ K 1 . 2gil4 - (:T7*l/>-2->f 

/l/) t?*U S>>0. 9 gjb^H^M l fcfil#©£j£!*f£icj: »J»£«MK#1 . 9 
g£#fc„ £ft&x*/-;i/jc!8#U (L) -TOK&flo^tffflLfclM&at 

1 7 5 °C 

^J6#9 1 8 

(S) -4- (2 -H FP3r->- 3 - (4- 7 U > ~ 1 ~ 4 ^) -3, 6 

Ky-J (b) ft7i>-2 -fl;v#=fr-9-^ K 

[0 17 5] 
[fb 5 3 ] 




[0 17 6] 

(b) - 2 - *^/3jf^-9-^ K2. 0gt4 - (-*-:7*l/>-2->r 

;i/)-3, 6 -^b: Fn - 2 H- tfU 2. o g Srfflv^ |gJ6#!I l 

1 H-NMR (CDC lg ) 8:2. 63-2. 81 (m, 6 H) , 3. 0 5- 
3. 4 0 (nu 6H) , 2. 9 8 - 3. 0 2 (m, 1H), 3. 4 1-3. 4 4 



10 8 



2001-3106274 



1 1 — 277384 



(nu 1H), 4. 17-4. 2 3 (nu 2 H) , 4. 2 5 -4. 3 3 (nu 1 
H) , 6. 2 5 (s, 1H), 6. 79 (d, 1 H, J = 7. 9), 7. 32 ( 
t, 1H, J = 7. 9), 7. 40-7. 58 (nu 2 H) , 7. 60 (d, 1 
H , J = 1 0. 2). 7. 7 4 - 7. 8 3 (nu 6 H) 



(s) - 7 - (2-fc KEl3rS/-3- (4- 7 » U > - 2 - >f b^US? 
[0 17 7] 



[0 17 8] 

I^092 4Wc (S) -4- (2-tlFa3f>>-3- (4- 0*-"7*l/ 
^-2-^;!/) fcf^U^V) ^DliM^S/) 'OV (b) 7^>- 2 
2/Wtl. Og, *^/l/7 ^ y 0. 15g, h 'JlW^ >0. 63mlfc<ktf 
S/7;';>i^^I/0. 37ml$:|V\ HSfeM 3 £ m&OBLfc&ft&fT'S - 

%-NMR (CDC 1 3 ) 5:1. 85-1. 97 (nu 4 H) 2. 20 (t 
J = ll. 7, 1 H) , 2. 4 5 - 2. 5 5 (nu 1H), 2. 59-2. 7 
9 (nu 3H) , 2. 9 9 - 3. 0 6 (m, 1H) , 3. 04 (d, J = 5. 3 
, 3H), 3. 20 (d, J = 9. 7, 1 H) , 4. 07-4. 27 (nu 3H 
), 4. 18-4. 38 (s, m), 6. 82 (br. 1H), 6. 94 (d, 

J = 8. 3, 1H), 7. 18 (t, J = 8. 3, 1 H) , 7. 31 (t. J = 



mm 1 9 



Mfc 5 4 ] 




Q 
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mSE# 2001-3106274 



#5p i 1—277384 



8. 3, 1H) , 7. 37-7. 46 (m, 3 H) , 7. 66 (s, 1H), 7 
. 79 (d, J = 8. 8, 3H) 

mfaM2 0 

(S) -4 - (7 - (2-HFP^->-3 - (4 - (j-?* Vy - 2-J fr) H° 

^Ui/V) ^ntf;i/^-^r£/) (b) ~7=yy- 2 

u y 

[0179] 



[0 18 0] 

I^M2 4T'it (S) -4- (2-tKn*'>-3 - (4- (t7^U 

y-2-^ni) if^Ui/V) ^nbr^^-^rS/) (b) -y^y - 

yW.1. 0g, WJ>0. 1 9 g, h'Jif;i/7^0. 6 3mlfeJ:t)!i/ 
7;'J>i^xf;vo. 3 7mlS:Mvv £££49 3 ii ra»<Z>iEJCSj8fe^S:f? ^ Z. £ 
JCfcU, ^Bffc^O. 6 0g?:|§Mfti:lTffe. 
1 H-NMR(CDC1 3 ) 5:1. 86-1. 99 (m, 4H) , 2. 22 ( 
t, J = ll. 7, 1H) , 2. 5 3 - 2. 5 8 (m, 1 H) . 2. 59-2. 
80 (nu 3H) , 3. 03 (d, J = 10. 8, 1H) , 3. 23 (d, J = 
10. 8, 1H) , 3. 72-4. 03 (m, 8 H) , 4. 20-4. 3 6 (m 
, 3H) , 6. 96 (d, J = 8. 3, 1 H) , 7. 22 (t, J = 8. 3, 1 
H) , 7. 25 (d, J = 8. 3, 1H) , 7. 37-7. 41 (m, 3H) , 
7. 49 (s, 1 H) 7. 66 (s, 1 H) , 7. 81 (d, J = 8. 8, 3H 



[ft5 5] 




Q 
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) 

mmmz 1 

(S) -7 - (2-bKDJr'>-3 - (4- (j- 7 Z h> > - 2 - -Y bf^U^ 
J) 7°UtfJlJt3r*s) -N, N-^^^^/QV (b) 7 ^ > - 2 - # 

[0181] 
[ft 5 6] 




[0 18 2] 

JgC**"£j*M2 4T?#& (S) -4- (2-tKC^S/-3 - (4- (t7*U 

>-2->f;i^) tf^U^V) :/n tf;u;f 3f $/) ^>i/ (b) >"5>-2-^j;i/^ 
>Bftl. 0g, V*m7$y1&&1&0. 18g, h'Jif^T^VO. 6 3m 

ii5&Tf*/7 J vyWti?x.mo. 3 7mi$:fflv\ HftSftf 3 i: mft<DBil&iiktt 
£?fe>rh{CJ;U, ^ffift-£«0. 6 0g5:|l6M!|i:bT#fc„ 

X H-NMR (CDClg) 8:1. 81-2. 01 (m, 4 H) , 2. 18- 
2. 29 (m, 1H), 2. 44-2. 58 (m, 1H) , 2. 61-2. 78 

(m, 3H) , 2. 88 (s, 3 H) , 2. 95 (s, 3 H) . 3. 03 (d, 
J = 10. 8, 1H) , 3. 24 (d, J = 10. 8, 1 H) , 4. 20-4. 
37 (nu 3H) , 6. 95 (d, J = 7. 8, 1 H) , 7. 19 (t, J = 7 
. 8, 1H), 7. 25 (d, J = 7. 8, 1H) , 7. 31 (s, 1 H) , 7 
. 3 8 - 7. 4 8 (m, 3H) , 7. 66 (s, 1 H) , 7. 80 (d, J = 8 
. 8, 3H) 
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mmm 2 2 

(S ) _ 7 _ (2-EFn^->-3 - (4- vy- 2 ->r;i/) bf^u^ 

-fU \£)\j**y) -N-* h^r->-N-^^;i/^> V (b) 2 - ;£ 

;i/#'3r1^ F 

[0183] 
C-ffc 5 7 ] 




[0184] 

S^M2 4t*#fe (S) -4- (2-HFn^rS/-3- (4- (t7*U 
^_ 2 ZfU \Z)\s**ri/) <<yV (b) ~7^y-2 -jjfrtf 

y&i. o s> n , o-^f;i/fcKn*j/^r5>o. 2 1 hyxw 

f*>0. 6 3 ml &&&i/TJ U yWLVx.m*0. 3 7mUffi^ ^JS«3t 

1 H-NMR(CDC1 3 ) 8:1. 83-2. 01 (nu 4H), 2. 21- 

2. 29 (m, 1H), 2. 43-2. 58 (m, 1 H) . 2. 63-2. 78 

(m, 3H), 3. 03 ( b r d , J = 10. 8, 1H), 3. 23 (d. J = 

10. 8, 1H), 3. 42 (s, 3 H) , 3. 86 (S, 3 H) , 4. 21- 
4. 38 (nu 3 H) , 6. 98 (d, J = 7. 8, 1H), 7. 20 (t, J 

= 7. 8, 1H), 7. 3 8 - 7. 4 8 (nu 3 H) , 7. 66 (s, 1 H) , 
7. 80 (d, J = 8. 8, 3H) 

mmm 2 3 
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(S) -1- (4- (2-fc KP3rS/-3 - (4 -±7 * 1/ > - 2 hT^ 

[0 18 5] 
Ut 5 8 ] 



[0 18 6] 

M^-£J&M2 5T*fi& (S) -4- (2-tFn^>>-3 - (4-^7#l/> 

-2->r;i/) tr;!/** */) - 1 H--r > K-;i/- 2 

^0. 7 0g, N-*^;i/b:°^S/> 0. 16g, h Vx.^;VT* yo. 4 4m 

1 H-NMR(CDC1 3 ) 8: 1. 73-2. 0 4 (m, 4H), 2. 16 
-2. 20 (m, 1H) , 2. 34 (s, 3 H) . 2. 4 9 - 2. 7 9 (m, 7 
H), 3. 03 (d. J = 1 0. 7, 1H) , 3. 15-3. 36 (m, 5 H) 
, 4. 10-4. 37 (m, 3H) , 6. 54 (d, J = 8. 3, 1 H) , 6. 
93 (s, 1 H) , 7. 00 (d, J = 8. 3, 1H), 7. 18 (t, J = 8 
. 3. 1 H) , 7. 3 8 - 7. 4 6 (m, 3 H) , 7. 67 (s, 1 H) , 7. 
7 8 (m, 3 H) , 9. 2 9 (s, 1 H) 

mmm 2 4 

(S) -4 - (4 - (2-EKn3r>>-3 - (4 - (f7 # V > - 2 - >f bT 




Q 
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[0 18 7] 
[ft 5 9 ] 




[0 18 8] 

I^i2 5t'§fc (S) -4- (2-H - (4--T7$Uy 

^0. 70g, ^e;i/^U>0. 14g, b'JXf;i/r^>0. 4 4 m 1 ££^2/ 

tc<fc»;»^^s:o. 6 6 gut. ^ti&r-fe h>ic?§8?u l^etaift^* 

y-^JRS:*^ flTfflLfcJBS&atiR* s&grr&zifcicj: y^jgft^o. 6 

5gl B&*gfifc Hit. 1»J& 1 6 9 - 1 7 1 X, 

mMW 2 5 

(S) -1- (4 - (2-b:KD3rS/-3- (4 - (f-7*U>-2->f;i/) g 
[0 18 9] 
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[fb6 0] 




[0 19 0] 

I^MM2 5tHfc (S) -4- (2-HKn*S/-3- (4-^-^^U> 

-2->f;i/) tf^u^V) ^"n tf;i/^-=¥i/) -ih-^>F-;i/-2-^;^> 

^0. 7 0 g, ^UViJyO. 1 1 g, h'JXf;i/7^>0. 4 4ml^J:tfJ/ 
7 ;ij >^x^;i/0. 2 7ml HHfaM 3 £mU<Dfcfa^i'E*fio U^t 
Hft-£r#l0. 2 4g^fife^tltllfc 0 BL&l 5 8-1 61TC 
HifcM 2 6 

(R) -1- (4- (2-HKpjp^-3 - (4- (-f-7 Z U>- 2->( )V) hf 

[0191] 
[ft 6 1 ] 




[0 19 2] 
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(R) -4- (2 -fc: Kn^rJ/- 3 - (4 U>- 2 ->f;i/) fcf^ 

'J^V) ^n^t^s/) -iH->f>F-;i/-2-ijM>ii. o-g&fflv* 
, trnuy>o. 30g, huxw^>3. o m i fcjciF^r; y 
^;i/0. 30mit ^»J3 £H#<z>£/Sifttfs&fT^£i:K: «fc y*jgffc-£<»o 

. 5 4 g &a£*§Hfc U#fc„ Bfcj&2 1 1 - 2 1 2'C 

(R) -4- (2 -H Fndp->- 3 - (4- (f7 2 -^f;b) fcT^US? 

7) T/DbT /I/ — N, N-S?*^;i/- 1 H->f> 2 — 



[0194] 

(R) - ^ ^ 1/ - h J: 'J If^^M 2 5 fcH«<Z>HJ£iftf£K: 
(R) -4- (2-tKD^J/-3 - (4-f7^l/>-2-^;i/) 
U^V) ^ntOl^Sf £/) -lH-^>F-^/-2-«>il. Og^fflVN 
, &*7fl/TS.y&M1&0. 3 g, h'JXf;b7^>3. 0 m l £<kO^>r 7 U 

&mO. 2 4 g £6&MH£ Ltife. St&l 5 8 - 1 6 0X3 
SttM 2 8 

4- (2 -fc FP3FS/-3 - (2- (2-t7b^S/) X^;i/7 3>Q :7°DfcT;i/ 



[0 19 3] 



[ft 6 2 ] 
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[0 19 5] 
[it 6 3 ] 




[0 19 6] 

4 - jf y i H->r> K-^-a/i/tf*-^ fo. 7 o gfiiiF 

5-126TC 
9 

(s) _ 4 - ( 2 -bKpjpS/-3 - (4- (-^7* U> -2-^f;i/) bf^U^ 
[0 19 7] 
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[ft 6 4 ] 



Q 




[0 19 8] 

2 6 (S) -4- (2-tFO^J/-3 - (4- (±y * V 

y-2-j)v) bf^u^v) ^ntf;i/^-^i/) - 1 -^^;v-4y K-/I/-2 - 
. og, ^f;i/7*>tiso. 2g, h'jif;i/r^>i. o m 

flfcj& 1 8 0 - 1 8 3 °C 

1 H-NMR (CDCI3) 8:1. 87-1. 96 (nu 4H), 2. 19- 
2. 5 0 (m, 1H) , 2. 5 0- 2. 8 0 (nu 4H), 2. 90-3. 20 

(nu 4H) , 3. 21 (nu 1 H) , 4. 04 (s, 3 H) , 4. 14-4. 
18 (nu 3 H) , 6. 19 (brs, 1 H) 6. 55 (d, J = 7. 8, 1H 
) , 6. 9 8-7. 0 8 (nu 2H) , 7. 2 0-7. 2 2 (nu 1 H) , 7. 
3 8 - 7. 4 6 (m, 3H) , 7. 66 (nu 1 H) , 7. 79-7. 81 (m 
, 3 H) 

mmm 3 0 

(S) -4- (2 -H Kn3rS/-3 - (4- 7 # 1/ y - 2 - >f )V) fcf^'J^ 
J) -fU^Jl^^-y) - 1 -*?-)l-N, N-j/*?-jl-J y K-;i/~ 2 -jjfy 

[0199] 
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ffiilff 2001-3106274 



[ft 6 5 ] 



#3* 1 1 — 277384 




[0 2 0 0] 

(S) -4 - (2 -t: Kn=*5/- 3 - (4 - (±-7$ V 

>-2--r;v) tf^u^V) yn tf;i/^-^S/) - 1 y K-;i/- 2 - 

148t 

^-NMR (CDClg ) 8:1. 84 — 1. 93 (m, 4H) , 2. 16- 
2. 20 (m, 1H) , 2. 50-2. 80 (m, 4H) , 3. 00-3. 40 

(m, 8H) , 3. 81 (s, 3H) , 4. 10-4. 30 (m, 3 H) , 6. 
54 (d, J = 8. 4, 1H) , 6. 77 (s, 1H), 6. 96 (d, J = 8 
. 3, 1H) , 7. 18 (dd, J = 7. 8. 7. 8, 1 H) , 7. 24 (s, 
1 H) , 7. 36-7. 45 (m, 3 H) , 7. 64 (s, 1 H) , 7. 78 ( 
d, J = 7. 8, 2 H) 

mmm 3 1 

(S) -1- (4- (2 -E KP3rS/- 3 - (4- (± 7 * 1/ > - 2 - >f ;iQ fcf 
[0 2 0 1] 
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[^6 6] 




Q 



o 



O 




[0 2 0 2] 

mn&f&M2 6Vmtc (S) -4- (2-HKn^J/-3 - (4- ("^^^1/ 

y-z — f;b) tf^u^V) ^"n tr;i/^-dr2/) - l y K-/i/- 2 - 

8g, tTnUS?>0. 5 ml, b'JXfjI/7^>0. 5ml, j3 

r t. iz j: »; sfeg&f o . 2g& n&?itm% t b t n Tc „ 

* H — NM R (CDC1 3 ) 8:1. 84 — 2. 04 (m, 9H) , 2. 23 ( 
m, 1H) , 2. 5 0 (m, 1H) , 2. 66-2. 80 (nu 2H) , 3. 0 
0-3. 30 (m, 2H) , 3. 6 0 - 3. 8 0 (m, 4H) , 3. 92 (s, 
3H) , 4. 0 0-4. 3 0 (m, 3H) , 6. 55 (d, J = 7. 8, 1 H) 
, 6. 89 (s, 1H) , 6. 99 (d, J = 8. 3, 1H) t 7. 22 (dd 
, J = 7. 8, 8. 3, 1H) , 7. 38 (s, 1 H) , 7. 4 0 - 7. 4 7 ( 
m, 3 H) % 7. 66 (s, 1H) , 7. 80 (d, J = 7. 3, 2H) 

mmm 3 2 

(S) -4 - (2-tlKa3r->-3 - (4 - (t7»U>-2->f^) fcT^US? 
7) ^nfcr^/^-^r$/) -1- (2 -^^;i/^q tf;i/) ->f > 2 -jjjitf 

[0 2 0 3] 



12 0 



ffi$E# 2001-3106274 
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Kb 6 7 ] 



Q 




[0 2 0 4] 

K»#J*«2 7T?#fc (S) -4 - (2-tKO*2/-3- (4- (t7*l/ 

>-2--f;i/) tf^iu^v) ^ntr^^rS/) - i- (2 -*^;i/^ci - 
>f >F-;i/-2-^;i/5K>^i. og, ^f;i/7^MSo. 2g, huni^ 

;i/T^>0. 7ml. i/7;U>i^lf^0. 5 m 1 ^tfeW 3 il H5$l 

«L/^ffl^*o. 7 g&mn&ti&zismfc. m&i o s- 1 1 or 

^H-NMR (CD 3 OD) 6:1. 10-1. 12 (m, 7H) , 2. 0 9- 
2. 2 4 (m, 5H), 2. 9 1 (s, 3 H) , 3. 11-3. 6 0 (m. 4H 
). 3. 84-3. 92 (m, 2H) , 4. 15-4. 25 (nu 2H) , 4. 
37 (d, J = 7. 4, 2H), 4. 57 (m, 1 H) , 6. 60 (d, J = 7 
8. 1 H) , 7. 09 (d, J = 8. 3. 1H), 7. 16-7. 22 (nu 
2H), 7. 4 3 - 7. 4 6 (m, 3 H) , 7. 7 4 - 7. 8 6 7 (m. 4 H) 

mmm 3 3 

(s) -4 - ( 2 -fcKP»S/-3- (4 - (t7^V>- 2-^;i/) fcf^US? 
[0 2 0 5] 
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Ut 6 8 ] 




[0 2 0 6] 

If4MM2 7T'#t (S) -4- (2-bFD^ri/-3 - (4- 

>-2->f;i/) tf/^us/V) tf^^-^ri/) - l- (2-^^;i/^nif;b) - 
J y\?~;v- 2-jj;i#ymi . og, ^*^;i/T ^ >&^&o. 2 g, hux 

^•;i/T^>0. 7ml, fc£t>^>T7 U >i^*xf;i/0. 5ml§:Mt\ HIM 

tc a 108-110TC 

1 H-NMR (CD3OD) 8:1. 10-1. 12 (m, 7H) , 2. 03 ( 

m, 1 H) 2. 10-2. 30 (m, 4H) , 3. 0 0 - 3. 4 0 (m, 8 H) 

, 3. 40-3. 60 (m. 2 H) , 3. 80-3. 95 (m. 2 H) , 4. 1 
2 (d, J = 7. 8, 2 H) , 4. 20-4. 25 (m, 2H) , 4. 57 (m 

, 1 H) , 6. 62 (d, J = 7. 8, 1 H) , 6. 87 (s. 1H), 7. 1 

0 (d, J = 8. 3, 1H) , 7. 17 (dd, J = 7. 8, 8. 3m, 1 H) 
, 7. 4 3 - 7. 4 9 (m, 3H) , 7. 7 4 - 7. 8 6 (m, 4 H) 

mmw 3 4 

(S) -1- (4- (2 -H Ka3r->- 3 - (4- (f 7 U> - 2 \£ 

^Dm^r^) - l- (2-^f ;i/7°Ptf;b) -^r>K-;i/-2- 

[0 2 0 7] 



12 2 
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[fb6 9] 




[0 2 0 8] 

«»*J*«27T?*fc (S) -4- (2-tFn*S/-3- (4- (^7*1/ 

>f> F-;i/-2-#;i/3K>g?i. og, trnu^>o. 2 mi, b'Jif^r^ 

yO. 7ml, i/T/'J>i^^°. 5ml5:SK ^J6#I3 tmU<Dfcfa 

-i06t; 

^-NMR (CD3OD) 8:0. 7 9-0. 81 (m, 7 H) , 1 . 91- 
2. 14 (m, 9H), 3. 0 0 - 3. 4 0 (m, 4 H) , 3. 60-3. 80 

(m, 6H), 4. 15-4. 2 5 (m, 4H), 4. 5 7 (m, 1 H) , 6. 
6 1 (d, J = 7. 8, 1H), 6. 98 (s, 1 H) , 7. 08 (d, J = 8 
3, 1H), 7. 20 (dd, J = 7. 8, 8. 3m, 1 H) , 7. 42-7 
. 6 9 (m, 3 H) , 7 . 7 2 - 7. 8 4 (m, 4 H) 

mmm3 5 

(s) -i- ( 2 - (5-^^;p-i, 2, 4-^-^r-9-^r -/-^-3->r;v) 

(b) 7t7>-4 -J)V?t*i/) -3- (4- (^-7»l/>-2->f^/) 
[0 2 0 9] 
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[ft 7 0 ] 




[0 2 10] 

MM3 1T'#fc (S) - 3- (4-^JS/^**^>^ (b) 7^ 
>- 2 ->f ;V) - 5 1 , 2, 4-*3rWry-)\;0. 45gfcJ:tF 
4- ("^-7* U>~ 2 ->f tT^U^>0. 3 5 g :fcMV*!gJ60j3 £Hf8fc©iR 
/Siftfls&fTofciirS^fflft^O. 6 5g5:eMSiltT#fc„ 1^14 6 
- 1 4 8iC 
HJSM3 6 

( S ) -x- ( 2 - 2, ±-*3r-yrVT\r-to-Z-4 As) 

*<>\/ (b) yyy- 7 ->f ;i/^^r-» -3- (4- (t7 2 ->f 

tf^U^V) - 2 --fun J -JV 

[0211] 

[ft 7 1 ] 
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Jf#5ji 1 1 — 277384 



[0 2 12] 

lS^M3 5T'fffc (S) - 3- (7-^'Ji/i/>^^i/^>!/ (b) 7^ 
>-2->f;i/) -5-^^;i/-l, 2, 4 -*^r-b-s;r!/-^l . 7g;S<J:tf4 

- (-J-?* 2 ->f ;i0 hf/<U^>i. 3 g zm^MMWi tm&nfcl&Wi 
o°c 

( S ) -i- (2- (5-^^;i/-l, 3, 4 -^-^-9-^T!/-;i/- 2 - -4 

*y\f (b) 7^>-4 ->f^/^-=»s/) - 3- (4 - (-t-yz vy- 2-j 

[0 2 13] 
[ft 7 2 ] 




[0 2 14]' 

Mf4lMM3 9-e#fc (S) -2- (b) 7 9 

>-2->f;i/) -5-*^;i/-l, 3, 4-W^7^/-;i/0. 33gfeitf 
4 _ 2 --f tf^U^^O. 2 6gS:MV^l^li:BttfflS 

ft^O. 3 0 g&8E3t£Jiigil£bT#fco tt^l 5 8 - 1 6 0-C 
»J3 8 

(S ) ( 2 - (5-h'j7Mn^f;i/-l. 3, 4-^^->7!/-il/ 



12 5 



mil#2 001-3106274 



#5p i 1 — 277384 

-2-4JD <<y^J (b) ->( )i**c>/) -3- (4- (±?*uy 

-2->f;i/) -2-^n/\°;-;i/ 

[0215] 

Cfb 7 3 ] 




[0 2 16] 

M^M5 lt'Ufc (S) -2 - (4 -^U 2/S?^/*^rS//<>l/ (b) V =y 
>-2->f;i/) - 5-b'j7MD^f;i/-l, 3, 4-t^tyr!/-M. 

1 H-NMR (CDC 1 3 ) 8:1. 87-2. 00 (m, 4H), 2. 23 ( 
t, J = ll. 7, 1 H) , 2. 51-2. 58 (m, 1 H) , 2. 63-2. 
76 (mu 3 H) , 3. 05 (brd, J = 10. 3, 1H) , 3. 23 (br 
d % 1 H-NMRJ = 10. 3, 1H) , 4. 15-4. 26 (m, 3H), 6 
. 79 (d, J = 8. 3. 1H) , 7. 26 (d, J = 8. 3, 1H) , 7. 3 
9-7. 48 (m, 4 H) , 7. 64 (s, 1H), 7. 80 (d. J = 8. 3 
, 4 H) 

mmw3 9 

(S) -1- (2- (5-*^/l/-l, 3, 4-**Vi?TV-fr-2->(fr) 
(b) 7<5y- 7 - J )l*3ris) -3- (4- (^7 » U>- 2 ->f ;!/) 



12 6 



ffifE##2 001-3106274 



5p 11 — 277384 



[0 2 17] 
[ft 7 4 ] 




[0 2 18] 

If^M4 Ot'ifc (S) - 2 - (7 h^ri/^>y (b) - 2 - 

>f;U) -5-*^;i/-l, 3, 4 -^-^r-ff^Tl/-;i/8. OgfflM^fl^^l 
OOmlMlC -8ttHW)il0ml?:iTlfe o *K?£T* 1 B5ria« 

iffilib, 7-tKn^-2 - (5-^^;i/-i, 3, 4-* 
^^-^r^/-;i/- 2 ->r;i/) (b) 77>©i606. ogzmfe* z. 

<D&<D£. (S) -^'JJ/^;j/W-h7. 2 5g?:^^fM;i/A7 5FlO 
OmllC^iU m'J^Al lg&in^ 5 0°CT'2^P^itI^L^c fcJ&W. 

. i©W»ft^4- U>- 2 --T;i/) fcWJ S?>&;**y'-/I'5 0 

T% mmit&yOS. O g&MM^ilLTifc. i* 1 4 0- 1 4 2r 
! H-NMR (DMSO-d 6 ) 8:1. 77-1. 83 (m, 4H), 2. 2 
0-2. 25 (m, 2H), 2. 47-2. 66 (m, 3H), 2. 62 (s, 
3H), 3. 0 4-3. 13 (m, 2H), 4. 17 (m, 2H) , 4. 3 0 ( 
m, 1H), 5. 02 (bs, 1 H) , 7.14 (d, J = 7. 8, 1H) , 7 



12 7 



£BMf2 001-3106274 



1 1—277384 



. 29 (t, J = 7. 8. 1H), 7. 34 (d, J = 7. 8, 1 H) , 7. 4 
1-7. 48 (m, 3H). 7. 70 (s, 1 H) , 7. 72 (s, 1 H) , 7 
. 8 1-7. 84 (m, 3 H) 

mmm^ o 

(s) - i- (2- ( 5 - h u 7;bpra^^-;i/- 1 , 3, 4-m^7'./-^ 
-2->f^/) *y*J (b) y^y- 7 -jn,***/) -3- (4- (t7^U> 
-2->f;v) tf^u^V) -2-^pav-;i/ 

[0 2 19] 
[ft 7 5 ] 




[0 2 2 0] 

Mf*1^&M5 5T-#£ (S) -2 - (4-^'J'>i;^^>y (b) 7^ 

>-2->f;v) -5-h>j7;i/tn^f;i/-i, 3, 4 -;T3f-9-^y 1 • 
0gSiyt4 - (f--7^ u>- 2 --f t?^us/>o. 8 o g &Mv^jfe0f l 

„ 1 H-NMR (CDC1 3 ) 8:1. 81-2. 00 (m, 4H) , 2. 21 
-2. 25 (m, 1H), 2. 4 7 - 2. 6 0 (m, 1H), 2. 60-2. 7 
9 (m, 3H), 3. 07 (d, J = 9. 8. 1H), 3. 21-3. 30 (m 
, 1H) , 4. 23-4. 31 (m, 3H), 7. 0 2 - 7. 0 9 (m, 1 H) 
, 7. 21-7. 36 (nu 3H), 7. 4 0 - 7. 5 4 (nu 3 H) , 7. 6 
8 (s, 1H), 7. 81 (d, J = 7. 8, 1 H) 

mmm* 1 



12 8 



£$E#2 001-3106274 



#5j2 i 1 — 277384 

(S) -1- (2- (5-*^/l/-l, 3, 4-t#f^7!/-;i/-2->f;i/) 
Ky s J (b) ^*~7 j:>-4 ->f - 3- (4 - (•j-7jtl/>'-2-^ 

[0 2 2 1] 
[ft 7 6 ] 




[0 2 2 2] 

;i0 -5-^^;i/-i, 3, 4 -;*3f-*f s;y ^-;n . 4gi: (s) -ww 

JUi/U-hl. 3 g &V*^)lfcJV2±T * K 1 5 m 1 {CjgjWU M*U"5A 

i^>-2->r;i/) tf^y vyz*#;-;is2 omi Kigjwu l^ra^M^L 
^□o^;i/A/^^y-;v) tc-cwasf-s^fcjciy^jaft^o. 3 6 g &ig 

1 H-NMR (DMSO-d 6 ) 8 : 1. 7 7 - 1. 8 5 (m, 4 H) , 2. 
18-2. 25 (m, 2H) , 2. 49-2. 68 (m, 3H) , 2. 6 1 (s 
, 3H) , 3. 0 5-3. 15 (m. 2 H) , 4 . 18 (m, 2H) , 4 . 36 

(m, 1H) , 5. 02 (bs, 1H) , 7. 01 (d, J = 7. 8, 1 H) , 
7. 32 (t, J = 7. 8, 1H), 7. 34 (d, J = 7. 8, 1 H) , 7. 



12 9 



miE#2 001-3106274 



1 1—277384 



41-7. 48 (nu 3H) , 7. 74 (s, 1H), 7. 81-7. 84 (m 
„ 3 H) , 8. 0 7 ( s , 1 H) 

mmm4 2 

(S) -1- (2- (5-^;b-i, 3, 4 -nr^vr^J-K- 2 ->r;b) 
-iH->f>K-^-4->fWS/) -3- (4- (^-7 uy- 2 -^r;i/) 

[0 2 2 3] 
lit 7 7 ] 



[0 2 2 4] 

1^^^ 4 5 tit 4 - ^ > i/VVt ^> - 2 - ( 5 - ^ f ;V - 1 , 3, 4- 
jtSrWYV-fr- 2 -^f;i/) -lH-^>F-;i/-5. 0 g £ * # y *? 
^fj^;i/A7U* (3 : 2) 5 0 0mn:iHl, 5 Aj^iJI 0 . 

5 g zmz.T7kmm.ffiT 5 mmmwht-o mmz-^^^ hmmzxv&g. mm* 
m&mnisfc. n^nr-i - 1 Kn*s/- 2 - (5 1 , 3, 4 -a-* 
ti;7y-;i/-2->f;i/) ->f > K-^-oj;^f^i>.75 KiSafctc (s) 

-yUS/^y i/l>-b4 gt»'Jf^4. 2g£#D;*., 5 0 ICT? 5 B^ISfltl 

o7h^57Y - (^DD*;i/A/^^;-;i') &cT)ltfg-r£;i 




13 0 



ffilEff 2001-3106274 



#5£ i 1—277384 



2 15-2 1 7TC 

^H-NMR (DMSO-d 6 ) 8 : 1. 7 8 - 1. 8 3 (m, 4 H) , 2. 
22-2. 25 (m, 2H) , 2. 51-2. 63 (in. 3H), 2. 58 (s 
, 3H) , 3. 0 5-3. 13 (m, 2H), 4. 0 5 (nu 1 H) , 4. 16 

(m, 2H), 4. 89 (b s, 1H), 6. 58 (d, J = 7. 8, 1 H) , 
7. 04 (d, J = 7. 8, 1H), 7. 13-7. 19 (m, 2H) , 7. 4 
2 (m, 3H), 7. 70 (s, 1 H) , 7. 82 (m v 3 H) , 12. 16 ( 
s, 1 H) 

&mm± 3 

(s) -3- (4- (-r?* v>- 2-^r;v) tf^u$/V) -1- (2- (5- 
7ai-;i/-i. 3, 4-w^7-;-;i/-2->f;i/) 'OV (b) 7^>-7 

[0 2 2 5] 
[ft7 8] 



[0 2 2 6] 

IfMi4 7T'Hfe2- (7 h^rJ/'O^ (b) 79>2->f;i/) -5 
-7ii^-l, 3, 4 -^-Jp-9-^T N y-;i/3. 7g©J|l^f ^>100ml 




O N 




13 1 



2001-3106274 



i 1—277384 



ith'J^At^lct, *JEEiS«8U 7-tKn^i/-2- (5-7i-;i/- 

1, 3, 4-t^y7!/-;i/-2-^;i/) (b) V^>©^M H ^2. 

7 g &f fc s (S) -^Ui/^Wi/P-h2. 6g5:i/^fM;i/A7 

U*50mlMU mUfA2. 8gHBi, 5 01CT2fWlbfe 

MTK^^hU^AT^j^©^, MffiSiliU *tfPfK/*8t# l . 7 

■tzztT-mmitismz. 3 g &, mn&ng&tisTnfc. m&7 8-8 o°c 

1 H-NMR (DMSO-d 6 ) 8 : 1. 7 7 - 1. 8 3 (m, 4 H) , 2. 2 
1-2. 23 (m, 2H) , 2. 51-2. 66 (m, 3 H) . 3. 05-3. 
14 (m, 2 H) , 4. 18 (m, 2H) , 4. 3 3 (m, 1H) , 5. 0 5 ( 
b s, 1 H) , 7. 18 (d, J = 7. 8, 1 H) , 7. 32 (t, J = 7. 8 
, 1H), 7. 38-7. 44 (m, 4H), 7. 65-7. 70 (m, 4H) 
, 7. 8 0 - 7. 8 4 (m, 3 H) , 7. 90 (s, 1 H) , 8. 18 (m, 2 
H) 

4 

(S) -1- (2- (3-*^;i/-l, 2, 4-t^'>7'/-;i/-5-^j|/) 
K>V (b) -A )V*3ris) - 3- (4- (j-y # yy- 2 ->f ;b) 

[0 2 2 7] 



13 2 



EfJIElf 2001-3106274 



#3* 1 1 — 277384 



[ft 7 9 ] 




[0 2 2 8] 

I^M5 8T'Hfc (S) -5 - (A-Wi/VftX^Zs^y^ (b) 7^ 
>- 2 -^f;i/) - 3 -*^Jl- 1 , 2, 4 -#3rW7'J-)V0 . 46g£j:tF 
4- (t7J u>- 2 --r;b) bT^U^>0. 4 3g§:MV\ l £: l^*£tf> 

Rmmmzjzvn&mvtmi. o g m^n^x^wc^u hi 

. 3 3 g LT#fc„ «L&2 1 6 - 2 1 8 °C 

5 

(S) -3- (4- 2 fcT^U^y) -1- (2- (3- 

*^;i/-i, 2, 4 -^-^rif ^'y 5 ->r;i/) K>y (b) ^-^-^ 
4-^r;v>r^-» -2-^dav-;i/ 

[0 2 2 9] 



13 3 



2001-3106274 



#^ 1 1 — 277384 



Ut 8 0 ] 




[0 2 3 0] 

mw&mm6 lx-mt- (s) -5 - a->fwvfr**rv*z/v w *f-x 

7i>-2-^f;i/) - 3 1 , 2, 4 -^-^r-9-i/T^/-;H . 5g£<fc 
t54 - (-f-y^ uy-2 -4 fcf^U 1 . 0g £J9W MMM 1 ^1 im^lcD 
M^f^lC J; Vm&it&%l 1 • 5 g &H6^tLT#fc 0 18 0-182 

£J60H 6 

(S) - 3- (4- (t7j?l/>-l->f;i/) bf^US/V) -1- (2- (3- 
^^;i/-i, 2, 4 -a-ap-fr^r 5 ->r;i/) (b) f t7 m^- 

4--<;i/^-^r-» - 2 --fun J -)\smm& 

[0 2 3 1 ] 
[ft8 1] 




13 4 



mii# 2001-3106274 



# ¥ 1 1 — 277384 



[0 2 3 2] 

*»<&J»« 6 1 T?#fc 5 - (4-^yS/^/I/**^'<>vr (b) 
2 _>f; b ) -3-^-^;i/-l, 2, 4-**-frS>TV-;i/0. 7 3gfiJ:tf4- 

mzzvn&mwmi. 5gfc*ftfiitbt#fe. iti&»»x^A/ic»»b 

7 

(S) -1- (2 - (1, S-^^^^t^^^-^-S-^f^) ( b > ? 

4 ->f -3- (4- (^-^^i/>-2->r;i/) tf*us? >Q - 

[0 2 3 3] 
Mb 8 2 ] 




[0 2 3 4] 

K»^*«6 3T?#fc (s) -s- u-yvt/v***s"<yv (to 79 

>-2->f^) -1, 5-V*mX?*S-»0. 2gh4- (^7*V>-2 

0 . 1 6 g M1 5 5- 1 5 71C 

8 

- 7->f;i/>r^>» -3- (4- (-}-7 9\sy-2->(M -2- 



1 3 5 



mtE#2 001-310627 



1 1 — 277384 



[0 2 3 5] 
Ut 8 3] 




[0 2 3 6] 

I^^6 5t'#fc2- (7-fcKn*$/'<>V (b) 7^>-2->f;i/) 

_ 5 -^^; l/ ^^-y-y-;i/2. Og^ii; (S) -yji/^W^l^-M. 8 

gzm^mn&mmi £.mm<wxmmmz&*) cs) -7-yj>>^>^>>- 

2- ( 5 -^^;b^^r-9-^/-;V- 2 ->f;i/) (b) 5g&ffi 

„ 7*^-e4- — t?^y^>o. 7 g ^njg^l 1 £P3i«t<z> 

^^JCj:y*llfb^O. 2 6 g£#£ 0 i^U7-149'C 
HJfeM4 9 

(s) -1- (2- (3 -*^;u>f 5 (b) 

y- 7 -jfryj-lris) -3- (4 - (+7 Z Uy - 2 - )V) tf^U^V) ~2 
[0 2 3 7] 



13 6 



miiE#2 001-3106274 



i 1-277384 



Mb 8 4 ] 




[0 2 3 8] 

mWiH&MG 6t#fc5- (7-* (b) 79>~2->f/I/) - 

3 y^^- v r_;i / 2. 0 4 g £ ? D D * # > 3 0 m 1 fc^M U -4 

#U iRj£«&3>McK:i£^ ^nD^-e»ffilfe. 

^ATf««©«. «ffi«»b, 5- (7-tKnW>l/ (b) -7^y~2- 
_ 3 _^ ;l/>f ydf-^^/-;i/CD#-fe^^l . 9 6g£#£o rofccfti: ( 
S ) -^ij>>y;Wi/l/-h2. 5 g&5?^f ^A75 K2 0ml CjSffU 
, »'J^A2. 4 8g£#n;L, 5 0iCt'3WlIitfc. fij£«&2k*MC& 

^, iixf;K*ia}Lf-„ ^aMSrffifp^br^^-^^***^^ as* 
tit, mmit&m2. 9 3g£»fc„ 

%-NMR (DMSO-d 6 ) 8 : 1. 9 3 - 2. 2 5 (nu 4 H) . 2. 
33 (s, 3H), 2. 7 5 -3. 3 5 (m, 5H) , 3. 65 (m, 2H) , 
4. 27 (m, 2H) . 4. 48 (m, 1H), 5. 00 (bs, 1H), 6. 
91 (s, 1H), 7. 11 (d, J = 7. 8, 1H), 7. 27 (t, J = 7 
8. 1 H) , 7. 34 (d, J = 7. 8, 1 H) , 7. 4 5 - 7. 5 4 (nu 
4H), 7. 7 4 (s, 1 H) , 7. 8 8 (m, 3 H) 



13 7 



ffilE43 2 001-3106274 



1 1 — 277384 



mmm 5 0 

(s) -1- (2- (2-^fM7';-;v-4->f;i/) s<y*J (b) 77>- 

4 ->f ;i/^-^r-» -3 - (4 - (f 7j?l/>-2->f;i/) bf X U ) -2-7 

[0 2 3 9] 
[ft 8 5 ] 




[0 2 4 0] 

JS^M6 7T'#fc4- (4 h^rS/^>y (b) 7 > - 2 - -f - 
2 -^^;i/^T^-;i/2. 7 g J3J:t>* = *-fb^^i|7. 5g5:MV«^M5 

^^©MJSM^cj: »j 4 - (4 -n Kn^2/^>^/ (b) ^^>-2--r;v) 
-2-^f;i/fr i ;-;i/2. og^tMitbtife. (s) -^*ui/ 

V>fcfam*?*:ft^ (S) -4- (4 -yy */ /Ol/ (b) y^y-2 

4 8- 1 5 0TC 
5 1 

(S) -1- (2- (2- (5-*^;i/-l, 3, 4 3r -fr 2 - 

>f;i/) tf-;b) 7xi^3Fi/) - 3- (4- 2->f tr^u 

s?y ) - 2-zfuAj -;i 



13 8 



ttt$E$# 2001-3106274 



i 1—277384 



[0 2 4 1 ] 
lit 8 6 ] 




[0 2 4 2] 

iS^M6 8T'#fc, 2- (2' -\L Kn^ri/x^u;b) -5-*^;i/-l 
, 3, 5 g©DMFjS?R2 OmllC, ^gfc&U tfA2 

. Og 3*>tC (S) -^'Ji/^Wi/U-M. 9gmfct, 4 0 

fctCk»mjgtf;^»l. Og5:fiM B H BtbT#fc„ 1 0 5 - 1 0 6 °C 
II^M 5 2 

(S) - l- (2 - (2 - (^>!/f7!/-;i/-2->f;i/) tfr.;i/) 
jp>» - 3- (4- (^7»u>-2->f;i/) ^'jy;) - 2 -^p/nv 

[0 2 4 3] 



13 9 



m$E#2 001-3106274 



i 1 — 277384 



[ffc 8 7 ] 




[0 2 4 4] 

Ifi^M6 9t'#fe2- (2* -tKD^ri/Xf'Jjl/) ^>V^T!/-;i/2 
. 5g[CDMFM5 0ml{C, ^^jU^A5. Og&Ht $ tC (S) - 
U is S/)l> J i/U — h 2. 4 g&jDDiLfclft, 5 0'CT'2Hrilff bfe. SfSSSS: 

y*A-e#«<Dtfc, «EE*»L*N&*g£© (S) -2- (2' -iT>JJ/S?^ 
2/) Xf'JM>!/f7!/-;i/2. 7g?:#fc„ d©lt&teSl. 5g{C*#7 
5 OalSrin^., 2 £ JC 4 - (^7 9 V > - 2 - >f tf^U^^l. 0 g £ 

uftji&/*9 j-ju) tilts r ^ ic J; *j l . 3gW;„ gfo&i 

2 5 - 1 2 7t 
ISJISfcl 5 3 

(s) - l- (2- (2- K>!/f7y-;i/-2->fji/) tf— ;v) 

3r$/) - 3- (4- QJ"7» l/S/- 1 ->f 71/) fcf^U^V) -2-:/D7\V-;i/ 
[0 2 4 5] 



14 0 



2001-3106274 



#5p H-2 7 7 3 8 4 



[ft 8 8 J 




[0 2 4 6] 

(S ) _ 2 - (2' -trv*/*?fr**i/X 1 ?-Vfl') Ky^/^-T'J-KO. 9g 
£ 4 _ (i-y# i/y- 1 -^f;i/) fcf^US/>0. 6g&;gV^ ^J609 5 3 £. |Sf$l 
©S/Sfftf^&ff^ifcJCky^Sft^O. 9 8 gSBfe^ilbtlf:. ®fe,& 
146-148 °C 
IIJgM 5 4 

(s) - l- (2- (2- (3-*^;u-i, 2, 4 -a-^if v^-;v- 5 - 

fcf-/l/) V*-***^ - 3- (4- 2 ->f;i/) 

[0 2 4 7] 
Cffc 8 9 ] 




[0 2 4 8] 

g»^««7 0"efffe5- (2' -tFD^^f'J^) -3-*^;i/-i, 

2, 4 -yi-^-b-i/T^/-^ 2 . 0g(DDMFiI5 0ml}C. ^^^^3. 

14 1 m$E#2 0 0 1 - 3 1 0 6 2 7 4 



4f 1 1 — 277384 



og*m%.. ££ic (s) -^'Ji/i»;i/u-h2. 6 g tin xt-%k. 5 or 

) - 5- (2' -tfVi/VJl**ci/) X^U;i/- 3 1 , 2, 4-:*3f 

-y-^r^/-;i/2. 2g&HL r<z>e>t>i. 2g$:Mv\ * # y -;i/5 omiicM 
4 _ 2 ->f br^u^>i. o g &inx.T 3^ra»^ 

8 4 - 1 8 6 °C 
HJfiW 5 5 

(S) -1- (2- (2- (3-*^;i/-l, 2, 4 5 - 
>f;i/) bf-;i/) 7x-^^r^) - 3- (4- (t7 * U>- 1 -4)1) bTXU 
£>V) - 2 --fur* J 

[0 2 4 9] 

C-fb 9 o ] 




[0 2 5 0] 

»4^J7 0t'#fc5- (2' -tFD^i/XfU;i/) -3-*^;i/-i, 

2, 4 1 . ogh4- (i-y * uy- i -4 )i) vivify 



14 2 



miIE#2 001-3106274 



1 1 — 277384 



2 g&B&IS&fcbTf&fc. §t&2 2 7 - 2 2 9 °C 
mMffl 5 6 

(s) _ 4 _ (2-fcKn*S/-3- (4- 2->f;b) fc^US? 

[0 2 5 1] 
[ft 9 1 ] 



[0 2 5 2] 

I^^J7it#fe (s) -4-^yj/s?;i/t*i"<>i/ (b) 

-jfrt^jVThyO. 5 2gj3J:04- 0*-!7 * l/> - 2 ->f /I/) fc?^U£?> 
0. 4 7g^fflV\ fcR|«l®jR/£SM£&*T3 Zl£(Cj: »J, (S) -4- 

(2-tKD*i/-3 - (4 -t7* 2 ->f tr^U^V) ^ntf/i/tf 
^i/) 'OV (b) 77>-2->f;V^fMb>0. 8 7-g SrJS-feilMM&fcl/ 
T#feo i*i&»fifcx^;wci8JBU vl/>f>i0. 2 2 g flfffiLfeM 

. 7 6g&«j|fi|gI2:bTfffc. M1 5 3 - 1 5 5X: 
3SJ6« 5 7 

(s) _4- (2-EKP3PS/-3- (4- (^-7^l^>-2->f;i/) Ef^US? 

y) ^ptf;i/^-^r-» -3-*^;i^^7 (b) y^y- 2 ->f h> 

[0 2 5 3] 




Q 



14 3 



ffi$E# 2001-3106274 



i 1—277384 



[ft 9 2 ] 

Q 




(s) _ 4 _ ( 2 -tKD^i/-3 - (4 — u>-2--r;i^) tf^U^V 

) ^nbf^/*^r^) (b) 75>-2->f^^fMh>l 

fclCfc»K ^Sft^ftO. 8 2g&#iMIi:tT#fc 0 jtt^l 6 3-1 6 4 

^«s#a 5 8 

1- (4- (2-HKn»^-3 - (4- (t7jtl/>-2— f; i/) tf^U^V 

) ynm^r'» ^>v^ (b) 7^>-2->f;i/ ) x#y-;i/ 

[0 2 5 5] 



14 4 



ffi$E#2 001-3106274 



9$^ 1 1-277384 



[ft 9 3 ] 



HO 




OH ^ 




[0 2 5 6] 

mmms 6T*mt=. cs) -4- (2-n Kn=*s/-3 - (4- 

M^ilUTWfco Ml 4 3 - 1 4 4r 
^g»J 5 9 

(s) - 5 - (2-bKn^j/-3- (4- (-J-?* 2 -^f;i/) g^us; 

[0 2 5 7] 



14 5 



ffi$E#2 001-3106274 



1 1 — 277384 



[ft9 4] 



o 




[0 2 5 8] 

(s) -yys/^;j/u-b2 g&y^f;i/MA7 5 F2 omitc^b 
tt£4- uy- 2 ->f tr^u Visit* # J -;i2 o m l izmffli>. 

, M-ffc^O. 6 3 g 
1 H-NMR (DMSO-d 6 ) 8 : 2. 0 9 - 2. 2 2 (m, 4 H) „ 2. 
5 8 (m, 2 H) , 2. 7 5 - 3. 3 5 (m,.5H), 3. 64 (m, 8H) , 
4. 0 1 (s, 2H) , 4. 15 (m, 2 H) , 4. 4 6 (nu 1 H) , 5. 0 
0 (b s. 1H), 6. 9 9 (nu 2H) , 7. 4 6- 7. 5 7 (m, 4H), 
7. 75 (s, 1H), 7. 88 (nu 3H) , 8. 31 (s, 1 H) 

mmm 6 o 

(S) -1- (2- (5-^^;i/~l, 3, 4-t^r»^7^-2->f^) 

[b] y^y- 7 -^;i/^-^rS/^^;b) -2- (4- (-^7 1 - 

[0 2 5 9] 



14 6 



ffifE# 2001-3106274 



1 1 — 277384 




[0 2 6 0] 

7 _^ h ^^_ 2 - (5-^^;i/-l, 3, a-x^wt^J-k-z-J * 
) 'OV (b) 77>2g$:^^nD^3!>5 0ml(:^lfl, -sr-ei^b 

, gmmu 7-tKn*s/-2- (5-^^-1, 3, 

2 --f;i/) (b) 7 5g£#£„ rtii: (s) 

- ^ U S/ ^ y I/- h 2 g £ DM F 1 00ml IzmM U $ & tCiKlft* U ^ A 
1 1 gfcflDX.. 5 0TCT'2Wibfe o &#J*&**tC&^ S* 1 ^^^ 

^_ 1 — ^f/Iy) n°/^U^>£*#7-;i/2 OmUC^b, lWil^bfc 

1 H-NMR (DMSO-d 6 ) 8 : 1. 7 7 - 1. 8 3 (m, 4 H) , 2. 2 
0-2. 25 (m, 2H), 2. 4 7- 2. 6 6 (m, 3 H) , 2. 62 (s, 
3 H) , 3. 0 4-3. 13 (m, 2 H) , 4. 17 (m, 2H) , 4. 30 ( 



14 7 



ffi|£#2 001-3106274 



#jp 1 1 — 277384 



m, 1H), 5. 02 (bs, 1H), 7. 17 (d, J = 7. 8, 1 H) , 7 

32 (t, J = 7. 8. 1H), 7. 40 (d, J = 7. 8, 1 H) , 7. 5 

0-7. 58 (m, 4H), 7. 74 (s, 1H), 7. 81 (d, J = 7. 8 

1H), 7. 93 (d, J = 7. 8, 1 H) , 8. 23 (d, J = 7. 8, 1 

H) 

^Jfi#9 6 1 

cs) -l- (2- (5-*^;i/-i, 3, 4-^^-9-^ y-/-^-2--r^) 

jyF-fr-l-JJl***/***) -2- (4- (f-^ ^l/>-l~-f^) ^ 

[0 2 6 1] 
Mb 9 6 ] 




[0 2 6 2] 

4-iiKn*2/-2- (5-*^;i/-i, 3, 4 -#*-9-s?7V-/i/-2->f 



14 8 



mil#2 001-3106274 



#^ 1 1-277384 



J:»J, «ffl^«0. 3 6 g£fH&*gHfcLT#fc. »&2 0 3 - 2 0 5'C 

1 H-NMR (DMSO-d 6 ) 8: 1. 8 1-1. 86 (nu 4 H) , 2. 
33-2. 39 (nu 2H) , 2. 51-2. 66 (m, 3H) , 2. 58 (s 
, 3H), 3. 0 8-3. 16 (m. 2 H) , 4. 05 (m, 1H), 4. 16 

(m, 2H), 4. 92 (bs, 1H), 6. 58 (d, J = 7. 8. 1H), 
7. 05 (d, J = 7. 8, 1H), 7. 13-7. 19 (nu 2 H) , 7. 4 

1-7. 56 (nu 4H), 7. 75 (d, J = 7. 8, 1H), 7. 90 (d 
, J = 7. 8, 1H), 8. 14 (d, J = 7. 8, 1H), 12. 16 (s, 

1 H) 

H]fi£$I 6 2 

(s) _ 4 _ (2-7th^r^-3 - (4- (^7* !✓> - 2 ->f 71/) If* US? 
y) ^Ptf;i/^-^r-» -N-3t h^rS/-N-^^-^/^>V (b) 2 

[0 2 6 3] 
[ft 9 7 ] 




[0 2 6 4] 



14 9 



ffiSE4# 2001-3106274 



ftsp. 1 1-277384 



2g|6«6T?#fc (S) -4- (2-tFn^i/-3- (4- (^7#l/>-2 

->f;i/) tf^u^V) ^nn 0 ;^*^) -n-* h=3fS/-N-*^;i"<>V (b 

) 75> _ 2 -^;i / ^^f> FO. 4 0 g &fc?U Vy 2 0 m 1 {CitJUU ^M(C 
SriltCj:^, (S) -4- (2-Ti2b^ri/-3- (4- (^#l/>-2- 

>f;v) tf^U^V) ynti°;i/^-^S/) -N-* h^>-N-*^;i/^>V (b) 

79:/ _ 2 -^;i / ^t= KO. 3 4gSWt»ilbt#fc. rtlfcX^y 

{Ci»J*0-fb^O. 2 5 g Z&M&ffi&tlsrmt-. K1 2 5-1 2 71C 
HJfeM 6 3 

(S) -4- (2-tlKndr->-3- (4- 7 * 1/ > - 2 - >f l^^U^ 

[0 2 6 5] 
[ft9 8] 




[0 2 6 6] 

( S ) _ 4 V (b) 7 9 > - 2 - 

Xf^3. 3gfiit)!4- U>- 2 ->f;i/) tr*VS?>2. 7g&ffl^ 



15 0 



ffi!E#2 001-3106274 



11 — 277384 



1 H-NMR(CDC1 3 )8: 1. 42 (t, J = 7. 3, 3H), 1. 8 
7-1. 99 (nu 4H). 2. 20 (t, J = 3. 1, 1H), 50-2. 5 

4 (m, 1H), 2. 6 3 - 2. 7 4 (m, 3H), 3. 05 (brd, J=l 
0. 7, 1H), 3. 23 (brd, J = ll. 2, 1H), 4. 13-4. 2 

5 (m, 3H) , 4. 45 (q, J = 7. 3, 2 H) , 6. 72 (d, J = 8. 
3, 1H), 7. 21 (d, J = 8. 3, 1H), 7. 3 5 - 7. 4 9 (m, 4 
H) , 7. 67 (s, 1H), 7. 68 (d, J = 6. 3, 1H), 7. 81 ( 
d, J = 8. 3, 3H) 

mmm e 4 

4- (2-E KP*S/-3- (4- Isy- 2 ->f;i/) fcf^U^V) 

[0 2 6 7] 



[0 2 6 8] 

y^jS-ffc^ttl. 8g^amtbt#fc a IBL&2 0 0 - 2 0 2T3 



(s) -4 - (2-KKPjp'>-3 - (4- C-f-7^l/>-2-^;i/) W)V 



Ut 9 9 ] 




»J 6 5 



15 1 



ffi|I#2 001-3106274 



1 1—277384 



j) u $/) — N, N-iP^^Ji^yJ (b) ^y^y - 2 

[0 2 6 9] 
[ftlOO] 




[0 2 7 0] 

4 _ (^yj/s?^*i/) 'OV (b) ft7i>-2--f;V-N, N-*?* 
f;i/iJ^f^F3. 5gfe^4- (^!7*l/>-2--f;i0 t?^U^>2 

- 1 7 5 "C 
£J609 6 6 

(S) -1- (7- (2-blFn^^-3 - (3, 6-j/' HKP-4 - (^7* 
^^-2-^/1/) -2H-tf'J^-l->f^) yptf;i/t^-» (b) 

[0 2 7 1] 



15 2 



miE# 2001-3106274 



Sft¥ 1 1-277384 



Ut 1 0 1 ] 




[0 2 7 2] 

(s) - l- a -^v i/V/iyt^-i/^yt/ (b) y^y- 2 --f ;i/ 

) -2H-trU2?>l. 8g?:ffll\ 1 £l ^©jSJSSM^&fTS - K J: 

vmmfc&mz. 8 gSre^»§ai:bT#fe. u-i 1 eic 
mmm e 7 

(s) -4 - (2-fcKn^'>-3- (4 - (^7* 2 ->r fcf^US? 
y) -fuMn,***/) - 1 ->f v^nbT^-N, N-v*?-JMy F-;i^- 2 - 

[0 2 7 3] 



15 3 



ffif£#2 001-3106274 



#^ 1 1—277384 



[ftl0 2] 




[0 2 7 4] 

(S ) _ 4 _ (2-HFn=3pS/-3 - (4 - {-f-7 9\/y-2->( Jl) bT*U 
S^^I/T^J&Bfc&O. 6 3g, h'JiW5>2. lml, i/7 J V 

L H-NMR (CDC 1 3) 5:1. 62 (d, J = 6. 8, 6 H) , 1. 94 
-1. 97 (m, 4H), 2. 24 (t, J = 3. 1, 1 H) , 2. 44-2. 
54 (m, 1H), 2. 61-2. 76 (m, 3H), 3. 05 (brd, J = 
10. 7, 1 H) , 3. 15 (s, 6H) , 3. 23 (brd, J = ll. 2, 
1H), 4. 13-4. 29 (nu 3 H) , 4. 79 (q, J = 6. 8, 1 H) 
, 6. 54 (d, J = 6. 8, 1H), 6. 67 (s, 1H), 7. 13-7. 
15 (m, 2H) , 7. 3 8 -7. 4 6 (m, 3H), 7. 66 (s, 1 H) , 
7. 79 (d, J = 8. 3, 3H) 

mmm 6 8 

(s) -i- (4- (2-E 3 - (4- a-y z vy- 2 ->r;i/) 

[0 2 7 5] 



15 4 



2 001-3106274 



i 1 — 277384 



[ft 1 0 3 ] 




[0 2 7 6] 

( S ) _ 4 - (2-tKn*S/-3- (4- 2 ->f/i0 bf^U 

s>v) •futZA/X-^-i/) - i ->f v^Ptf;w> K-;i/- 2-#;i^>$?2. 5 

g, tfnU^>0. 4 4g, h'Jif;i/7^>2. lml, $/yyU>$?^:n^ 

;i/o. 93mUMK mmms tmmaixmmttzfto vm&mwm 

£2. 1 g#fc„ £*i&> x*7-/l/K:$g#bVl/>f >lft0. 4g£#n*., *fffi 

fc= K1 5 4 - 1 5 5°C . 
H»J 6 9 

(S) -1- (5- (2-fc KP3rS/~ 3 - (4- (-j- "7 * V > - 2 - << ?V) tf 
[0 2 7 7] 



15 5 



ffifE4#2 001-3106274 




[0 2 7 8] 

x _ ( 5 - ti Kn^S/* y- 3 --r;i/*;i/^— bfn D ^xd^&^JI 

2. Ogt (S) -^Ui/i»;^U-h2. OgS^^f^A7 5F2 0 
, h U JSffi»J8U «Pttofc«tfM . 2 7 g 

X H-NMR (CDC 1 3) 8:1. 91-2. 02 (m, 8H) , 2. 17 ( 
m, 2H), 2. 4 8- 2. 7 0 (m, 3H) , 2. 96 (m, 1 H) , 3. 1 
5 (nu 1H), 3. 5 4 (nu 4H), 3. 7 3 (b s, 1H), 4. 0 0- 
4. 13 (m, 3H), 4. 87 (s, 2H), 6. 47 (d, J = 7. 8Hz 
, 1H), 6. 50 (d, J = 7. 8Hz, 1H), 7. 11 (t, J = 7. 8 
Hz, 1H), 7. 16 (s, 1H), 7. 37 (m, 3 H) , 7. 64 (s, 
1H), 7. 78 (m, 3H) 

[0 2 7 9] 



15 6 



m§E#2 001-3106274 



m¥ 1 1—277384 

(4- (t7*u>-2->f^ tr^uyy) - 2- 

^^;i/^-^-9-v^-;i/- 2 ->f -iH->f>F-;b 
(4- (4-^dd7i-;i/) tr^y^y) -2-^ 

^5 L ;i/^-^r-9- x y-;i/- 2 ->f -iH--r>K-;i/ 
(4- (3, 4-y^nn7i-^ tr^us^y) - 

>r;v^^ri/) - 3- (4- (4-^nn7i-^) 

mmm 1 4 

(s) -1- (2- (5-*^;u-i, 3, 4 -^-^-y-^rv-;!/- 2 ->r;i/) 

- 1 H->f > K-;i/~4 --Y;i/^-^Pi/) -3- (4- (3, 4-^DD7xl 
H»J 7 5 

(S) -1- (2- (4 — 1 H — f ^ tf\? — A/— 2 — >f -lH->f 

>F-;i/-4 — (jiyt*i/) - 3- (4- (3, 4-i/^nn7i-;i/) tr^cu 

mmm 7 e 

( s) -1- (2- (5 1 H-tf^y-;i/- 3 ->r;i/) - 1 H--r > 

K-;i/-4 -^JVyt^ri/) -3- (4- (3, 4-^Dn7i^) tf^US? 

y) - 2 -7"nAV-;i/ 

7 7 



Hl»J 7 0 
(S) - 1 - (2 - (5 - 

- 4 ->r;i/^^re/) - 3 - 

ili 7 1 
(S) -1- (2 - (5- 

- 4 -^f;i/>*-3f - 3 - 

HJ6« 7 2 
(S) - 1 - (2 - (5 - 

- 4 --<;i/7f-dp2/) - 3 - 
2 -yn/NV -71/ 

mmm 1 3 

(S) - 1 - (2 - (5 - 

- 1 H-^y F-;i/- 4 - 



15 7 



ffi§E# 2001-3106274 



1 1—277384 



(s) - l- (2- (3 v =5f-tf-!/-;i/- 5 --r;i/) - i h--t > K- 

;i/-4 -^r;i/^-#2/) - 3- (4- (±7* uy- 2 --r;i/) tr^u^y) -2 

^SSM 7 8 

(s) -l - (2- (5 2 --r;b) -iH->f>F-A 
-4->r;b^-^^) - 3- (4- (4-^f;i/7i-ib) tr^u^y) -z-y° 
n/w-;i/ 
H^M 7 9 ' 

(R) - 1 - (2 - (5 -%*f-Jb- 1, 3, 4 3f if 2 - 4 JV) 

-lH-^>K-;i/-4-^fM^ri/) - 3- (4- ( 4 - * 7 a: ~JV) tf 

^u^V) -2-^n^v-;i/ 

mmm s o 

(s) -i- (2- (5 -*^;L/>r3f-9-*y-;i/- 2 ->f (b) 
-4 --f ;i/^-^r$/) -3- (4- (^-7^f uy- 2 ->r;b) tf^u^V) -2- 

[0 2 8 0] 

^0»J 8 1 

(S) -3- (4- (3, 4-y^DP7x-;i/) V^VVJ) -1- (2- ( 

5 - *^jv**r-y-*J-)i- 2 -4 )i) (b) y^y- 4 -^;i/^-^r-» - 

2 -^n;W-;i/ • 2i&mm. 

4-tFn^i/-2- (5-^^;y-i, 3 2-4 ^y^J 

(b) 77>n. ogt (s) -^>;j/^;i/i/-M3. og&^*^;i/ 

^M7^ KlOOml JC?§j§?U 'J^M 5 . 0 g 1 0 

#iio. Og&#fe. r©it#ii:4- (3, 4-^^nD7x3) tf/^u^ 

>5^^;-;H OOmliML, 2^r»^3g^b^ 0 TfrSPffe, 

15 8 ffi§E# 2001-3106274 



i 1—277384 



t^lilltifc. Ml 9 Ot: (##) 

%-NMR (DMSO-d 6 ) 8 : 2. 0 2- 2. 2 4 (nu 4 H) , 2. 4 
3 (s, 3H), 2. 9 2 (nu 1H), 3. 2 0 (m, 2H) , 3. 3 5-3 
. 4 8 (nu 2H) , 3. 7 1-3. 8 1 (nu 2 H) , 4. 13-4. 23 ( 
m, 2H), 4. 57 (nu 1H), 6. 89 (d, J = 7. 8, 1 H) , 7. 
08 (s, 1H), 7. 26-7. 31 (m, 2 H) , 7. 37 (t. J = 7. 
8, 1H), 7. 50 (s, 1H), 7. 5 6 - 7. 6 7 (nu 2H) , 10. 
3 7 (b s , 1 H) 
[0 2 8 1] 

mmm 8 2 

(S) -1- (2- (5 -H*n,jt*rW-n'- 2 ->f ;b) 'OV (b) 77> 

-4 ->f - 3- (4- (4-^nn7i-;i/) tf^u^V) -2-y° 

8 3 

(s) _ ! _ ( 2 - (5-^^;i/-l, 3, l-**-VrVT*J-fr-2.-4 M 

Ky-j (b) y^y- 4 /m-^ps/) - 3- (4- (4-^an7x-^) tr 

H»J8 4 

(R) _ x _ (2 - (5-*^/I/-l, 3, A-lr*r-yrVTV-fr-2>-4M 
*y\T (b) 7^>-4 -4 to***/) - 3- (4 - (-*-7*l/>-2->f;i/) 

8 5 

(S) -1- (2- (3-^f;HV^rt , /--'l/-5-^;i/) K>Vf (b) 7^ 
;y-4 ->f;i/rt-*S/) - 3- (4- ("J-? * l/> - 2 - >f ;b) Vf^U^V) -2 

§«M 8 6 

(s) -l- (2- (5-^f;bfT!/-^-2-^f;i/) (b) y^y- 

4-^)1***/) - 3- (4- (^:7*l/>-2->f;i/) If^U^V) -2-^ 



15 9 



2001-3106274 



#5£ i 1 — 277384 



mmw s 7 

(S) -i- (2- (5 -^^;i/^T^-;i/- 2 ->f;i/) - l h-4 y K-;i/- 

4 ->f - 3- (4- (^7* 2 ->f;i/) tf^U^V) -2~zf 

_tfBiy£M7 o~8 7©ft^&©#3i5£tt{bi 05, >fb i o 6<z>3iu-e&£„ 

[0 2 8 2] 



16 0 ffiSE4# 2001-3106274 



#5p i 1—277384 



lit 1 0 5 ] 




[0 2 8 3] 



16 1 



ffi|I# 2001-3106274 



1 1—2773 84 



[ftl0 6] 




[0 2 8 4] 



16 2 



ffi$E# 2001-3106274 



i 1 — 277384 



8 8 

(S) -1- (4- (3, 4-^^nP7x^) tf^U^V) -3- (2- ( 

5 _^^ ;b - lt 3 , 4 -a^-fr^y yf-;b- 2 -^f;i/) /<>V (b ) ~7^>- 

[0 2 8 5] 
[ft 1 0 7 ] 




>-2->f;V) -5-^f-;i/-l, 3, 4-t^i?7^2 3. 0g£J:tf 
4 _ ( 3> 4-y^nn7i-^) fcT^U^>18. 6 g 1 fcHfift 

inzzvmmit&yaz 3. 5g$:^fMitbt#fe 0 hl&i 2 e- 1 2 s°c 

H»J 8 9 

(S) -1- (4- (6 f>3r->^7ff 2 ->f^) tf^U^V) -3- 

(2 - (5-^^;i/-i, 3, 4 -a-^-fr^Tyr-;i/- 2 ->r;v) *<>\r (b) 
y^y- 4 -^r;i/^-^->) -2-^n^V-;i/ 

[0 2 8 7] 

16 3 ffi!I# 2001-3106274 



1 1-277384 



[ffc 1 0 8 ] 




[0 2 8 8] 

IMi3 9T#fc (S) - 2- (4-^>Ji/^;i/t^M>!/ (b) 7^ 
^-2-^;!,) -5-^^- 3, 4 - * * if 2? T 1 . 4g£J:tM 

_ (6 _^ f^^?* l/y- 2 --f;i/) tf^L>i?>l. 2 g SrMV^JjgffiH 
W«©SliStSf^ 5 rilled £*i&»Bfcx^;nc J: UMSH 

8°C 

HJ&M 9 0 

(S) -1- (4- (3,. 4 -*ri/yV**r*/y*=-fr) bf^U^V) -3- 
(2- (5 1, 3, 4-t^rf^7!/-^-2-^;i/) (b) 

[0 2 8 9] 



16 4 



miiE#2 001-3106274 



1 1—277384 



lit 1 0 9 ] 




o 



> 



[0 2 9 0] 

gff^M3 9fffe (S) -2- (b) 7^ 

2 ->f - 5 1 , 3, 4-m^7^0. 50g;fc<i:tf 



vyn;V-;i/-iii^ (2 : D M^*«CK: * USISasts^ £ic J: y 

1 

(s) _ i - ( 4 - ( 3 , 4-'>^f;V7x-Jl/) tf^U^V) - 3- (2- ( 

5 _^^ ;v - lt 3> 4-tW7 > ;-;i/-2->f/i/) 'Qv' (b) y^y- 

[0 2 9 1 ] 




x—^) H°KU^>0. 3 6 g SrMV^IfcM 



16 5 



miE# 2001-3106274 



#3* 1 1 — 277384 



[flil 1 0] 




[0 2 9 2] 

CT^j3 9tHt (S) -2- (4-^UJ/S?^i"<>V (b) 79 
>- 2 --Ol/) - 5 1, 3, 4-my7^0. 50ggj;t; 

4- (3, 4-^f^7ii;i/) tr^u^x). 3 3 g zm^MteW 1 fcraa* 

;-;i/-^y^ntf;n-f;i/ (2 : 1) il^lici »; SM^tl. r fcic <fc 

y mmit&m 0 . 3 3 g it#to m& 1 5 0 - 1 5 2 °c 

9 2 

(S) - 3- (4 - (3, 4-^pq7iq) tf^U^V) -1- (2- ( 
5 i , 3, 4-t^^7'/-^-2-^f;i/) K>y (b) 77>~ 

[0 2 9 3] 



16 6 



ffi aiE# 2001-3106274 



1 1 — 277384 



[ftlll] 




[0 2 9 4] 

M^)tM7 6Wc, (S) -2- (4 -*fV */VfrHr*r*/'<l/V (b) 7 
2 - 5 -x^/I/- 1 , 3, 4-t^tS?7y-^0. 50gfe± 
tf4- (3, 4-^Dn7x^) ^Ui;>0. 40g&MK HI^J 1 il 

«fc *mffifb-&&o. 3 4 g &&&MH£: lt# 

feo 1 4 8- 1 5 0TC 

3 

(S) - 3- (4- (3, 4-^f^7i3) tf^U^V) -1- (2- ( 
5-X^;i/-l, 3, 4 -^-^riJ-^yy-^- 2 - 4 (b) ~7 ^ > ~ 

[0 2 9 5] 



16 7 



ffit£f# 2001-3106274 



0 #3* 11-277384 



[ft 1 12] 




[0 2 9 6] 

I^M7 6T'#fc, (S) -2- (4 -W yV)V^^Z/Ky-J (b) 7 
^>~2->f;i/) -5-X^;b- l, 3, 4 -^^r-^^Tl/-;i/3. 0gfeJ:t>* 

4- (3, 4-^fA7x-;i/) fcr^yj;>2. o g £Mv\ UMit^ 

8 - 1 8 0 °C 

mmm 9 4 

(S) -1- (2- (3 -^^y^-fryr-;!,- 5 ^y,J ( b ) 7 ^ 

>-4-^r; b^^r>» -3- (4- (±y # uy- 2 -^r;i/) tf^u^V) -2 
-^p/\V -;i/^j^i /AiK^m 

[0 2 9 7] 



16 8 



ffi$E# 2001-3106274 



1 1-277384 



lit 1 1 3 ] 




[0 2 9 8] 

IMM7 9tft (S) -5- (4-yiJJ/J?^M>!/ (b) 7^7 
>-2--f;i,) -3-^Wy+ty/-^0. 50gfei(F4 - 

-2--f;b) tr^cy y>o. 3 7 g&Mv^J6#fi i:Rf«<3!)SJ5Si*#S:^f -5 ii: 

m^*n^.^o *rfflL nm-tz>z.inzi:vmmfc&mo. 36 g & 

LT^t. M1 5 2- 1 5 4TC 

5 

(S) -1- (4- (3, 4-y»PP7x^) ^5y>-l->f^) -3 

- (2- (3 - ^f ;w y^p»y-;i/- 5 ->f;i/) (b) 

- 2 -^dav -;vi^mm.i /ATkmm 

[0 2 9 9] 
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[•ft 1 14] 




OH 



N 




CI 



CI 



[0 3 0 0] 

Mf*itrJ&M 7 9 (S) -5 - (A-ifVi/Vfl/yt^-t/^yy* (b) 
>-2--f;v) -3-^fMv^r^y-;i/0. 5 0gfeiot4- (3, 4 - s; 

bT/<9^>0. 4 0 g SrSv^HJ(g«i fcra«©iKJCSift^!feff -5 

. 3 6 gS:»^Jg||i:LT#fc. BL&2 5 OTCJKJ: 
^KSffll 9 6 



(S) -1- (4- (3, 4-^jfPD7i-;i/) bf^U^V) -3- (2- ( 
5-^^;i/-l, 3, 4 -3-7 VT ^~Jl- 2 ->f;i/) ^>yr (b) 7^>-4 

[0 3 0 1] 
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[ft 1 1 5 ] 




[0 3 0 2] 

l^M82tffe (s) -2- (4 -yy (b) 7^ 

>-2->f;i/) -5-^^;i/-l, 3, 4-f 7i/'7^/-;i/0. 3 5g£J;t>*4 
- (3, 4-^^0 0 71^1/) kf/<y$;>0. 2 8 g SrfflV^JSftfl trasi© 

«fcy*JBft'&#>0. 19g^tMfai:lWc n i,^2 2 0-2 2 2r 
(S) -1- (4- (3, 4-^f^7x3) tf^U^V) -3- (2- ( 

5-^^;!/-!, 3, 4 -^y^'y 2 -^r;i/) /QV (b) 7^>-4 

[0 3 0 3] 



17 1 
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Ut 1 1 6 ] 




[0 3 0 4] 

mm$f&W8 2r*mtc (s) -2- iA-^^i/v^^^Ky^ (t>) 

y- 2 ->f - 5 1 , 3, 4 -f7^r^-;b0. 35g^J:0t4 

- (3, 4-^^713) if^u^o. 3 2 g^m^^mmmi tmm^> 

^vrnmitisyoo. 2 1 s^mn^^nLrmr=. 0 mAi 9 1-1 9 4°c 
mmm^rn 1 

[0 3 0 5] 

b "?=EDn>>f>y>4 5mg, t: FD^i/^nt>t;i/D-^3 mgtl^i 

tpx*-tftiz.m&~?& a m^r®)* 2 0 0 * ^^^©#{ciiL, 50°crf^u $ 

£IC 2 4 ;* vy i/rL©#5{C®t- 0 3 mg£ «fct>*^^T U ^V^i/^A 1 

mg^l^U iti9mm0|1 : &ffi^Tli2OOmgCD^i5:f5„ ZICD^M 

[0 3 0 6] 

mmrni 5-HT 1A ^M^i 

M. D. Hal (J. N e u r o c h e m. 4 4, 1 6 8 5 - 1 6 
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9 6 (1 9 8 5)) JCip&TWIfc&ffofc. 

*i«#L/tfi^fe7»y higjf £M4©2 0#P§© 5 0 mM Tris-H 
Clifl (pH7. 4) tpVfo'tis-t-J XL. sfc^*?*- h £ 5 0 0 X gf 1 
O^RgigvfrLfco f ©±15:4 0 0 0 0 X gT 1 O^PIMb, fcfc8E&3 71CT» 
10»>^pi/<-hL^ 4 0 0 0 0Xgt'10^Mlfc„ ££fC, 
ft^fC2 0fg^(Z)5 OmM Tr i s -HC 1 &flr?£ (pH7. 4) &fl0;fcTsfc 
^^^U SS4 0 0 0 0 XgT'10^Mlfc o ifcScioo^oi 
mM M n C 1 2 Sr^tf 5 0 mM Tris-HCl j^ffi^ ( p H 7 . 4 ) £#0 
X-T^^-r 9 6we 1 1©^1/-MC2 5ml© 

«Sfc^e»?RS:in^., 2 5ml© ( 3 H) -8-OH-DPATM (iW 
2nM) fcflU*., 3 7 1C 7?^ l/>f */ a > LT £ V>£Jgm& 0 . 4 5m 

1ADX.T, 3 7-C-ei 2^B9>f >^a./<-2/a>Lfe. ^T^> S»GF/ 
B#^;*7-r ;i/*-T?atiftU 50mM Tris-HClifi (pH7. 4 
) Tf 5 EI 7 Life. JlZ-izm^&MMMItT o pCo u n t 
tCTtW^L/feo ^Jg-^MjeffiJCliO. 0 0 5Nlgi|25mU, * 
^»ffl{Cli 2 5ml OWA Y-10 0635 1 M) ©ft 

*>»;jCin^fc*>©S:MV^fc B t quad 

ruplicate, &%fc%!}Wa>mfel£ duplicate tfto 

i c 50 m*2gMffimmzm^Tm.mL, ^^©^©Kdtta^Tta© 

Ki = I C 50 / (1 +C/Kd) 

i c 50 : so %Mi&mwmm, c-. vx> k©is 

[0 3 0 7] 

mmW2 : 5 -HT h^>X5K-#-M-£i£IS 

H a b e r t , E. £©#& (Eur. J. Pharmacol. , 118; 
107-114 (1985)) tCl(S&TS«fc£fTo&. 

5f h*iJ,&fCS:*K#L£ 5 Ommo 1/L Tris-HC 1 (pH 

7. 4 ) tfi-esKU h n ^t'^^wxts. loooxg, io^ ( 4x:©3S 

;MfE&?TV\ ±?»S:S!I©3a^«lC^f . 4 0 0 0 0 X g, 2 0j), 4 °C<DM^ 
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Hff^TW ifuWZb Ommo 1/L Tris-HC liim (pH 7. 4) 
&itJ*.ffl!» , *-5o 3 7°CT' 1 O^-T >=^K- h^, 4 0 0 0 0 Xg. 2 0 fh 
4 ^<Z)igvi>§gff;$::ffV\, 12 Ommo 1/L NaCl> 5 mm o 1/L KC 
15:^5 0mmol/L Tr i s-HCl«fI (pH7. 4 ) JCSUSf"*-* 
o (Mil© 1 0 0 4$lc#9Q Lfc„ iB^I!BWa*Sfc£ 

. 2 nmo 1 /HZffimLfr ( 3 H) /\°n *±7-y £ 2 5 °C T' 9 O^^X^ 

t O/tmo l/L©7;i/^t^>5:MV^5 0 # 0. 1 

Ux^l/>>f ^ >^aifcGF/B^7l7Y;H-lCgiilTSffrH7$t, 
»Lfe50mmol/L T r i s - H C 1 IgffiWL ( P H 7 . 4) 3mLT*3 
0«fe^«. 0 plate fCT5Jc#if|g?Stt§:M^L^ a 

T h7>^/K-^-M^ilC^tSMK 0. l-lOOnMKT^ 

[0 3 0 8] 

mtkw 3 : ttn&i&Tmmftm 

i.. o ddY^ftV7^fflSIS?:, fi?^;i/Sij->^^-g^ft (KN-9 1 
SnS-^b, -£^rii {C8-OH-DPAT lmg/kg5:^TS#L, 3 

mmw 3 ©sg^, *isw-ffc;-^<fett o. i~ioomg/kg (Dmnmmz j; o 

T, 8 -OH-D P ATT»5f$jSiStl«*ffl<BTJCStit'rsrfcJCJ: 5- 

<d ) w * y k 4 ? \f u t- j - £ <fc xfm ft® ttm ti t ^ s - i: # ^ $ *i t=. . 

[0 3 0 9] 
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VXZKWft WW: mt¥--;V. & fii:10om, it$:25cm 
, 15 cm, 7kM: 2 5°C) {CAtl, 6 fim<DTX M^ffc^T o t=. a gfr% 

v^u/mftifrfomm-Juy^i*. ( m) -n.-ni^x>* : v i d e o i 

mage motion analyzer (AXIS series) / (T 
ARGET/7 M) ) fcfflVAT, 2 - 6 #<Z) 4 ^^©^1*^0^ £ 

[0 3 10] 

^&W%k&. (OCD) , A-y$rpg^, tt^figcBMI (s o c 

ial phobia), ^fflH£&ff|$^ (seasonal affecti 
ve disorder), ifi£&, ^^S, 'WJl^Mlfr, h 

^ (PTSD) , #gg;is, J»2f£tfi, 7;i/y;W^-«, s^TK 

W> MlffijlE, ^mmW. (feeding d 

i s o r d e r s) , M»ffeJ:tFft^f, btftO&jHMIf 
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mm] 5 - h t u ^mzMvM^mm^t 5-htsi'j &&<Dmmftm 



Utl] 




l 
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Wcll¥ 12 7 7 3 84^ 

59900 951693 

mm 

Mm mm 7 0 6 9 



000006725 
100066304 

^K^f^CBRr^(fi*E ¥»WT 2T@6 



9 # * 



1 
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ffi m A 



H!M## (0 0 0 0 0 6 7 2 5] 

1. ^M^^H 1 9 9 0^ 8^150 

ft #T *P£/fr*Krfr#;&|^3ro2TB 6#9-^ 

2. ^3g4£Jfg 2 0 0 0^ 4£ ig 

ft £ ^i;b77>fFi^± 

3 . 0 2 0 0 1^101 10 

ft #r *K^f*IEr^»f»3feK^»lirr2TB 6#9# 

ft £ ^xjb??- V^5^^± 

4. £J5ifU?H 2 0 0 1^101 10 

ft #T ^BRJ&^CRrp(f»Jft|g5|ijp|if]'2ra 6#9# 

ft £ 3^^7oi;i/7T- 



1 
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